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(57) Abstract 

Novel quinolinc derivatives and quinazoline derivatives represented by general foimula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and phaimaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compoimds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein Ri and R2 represent each H or Cm alkyl, orRi andRi together form Ct.3 alkylene; X represents O, 
S or CH2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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m m m 

s 5> I? 

^ s ^^^ 

SH^Cplatelet-derived growth factor. JsiTPDGF<hlllS-r) ^X<J:©fiSSE9Wfi 
^J-ft^tptciBltJ o TV ^ -5 Ci*<^t>tlTl.^<5 (Cell, 46. 155 0 986)) o L3{)^L^^i:*< 

*!lLfc9»J*<«#$tlTl^SaExp.Med..l75 .1413(1992))^ J/iPDGFJit{it:*<:J' > 
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*^t)lffl]}aii5i{cMM^i:^9:ilJ^m^LT^.^-5o MmJ-fcv>r{iC0aMai^>'^'*:f- 

i&^^it^mX'$> SPDGFSg{i*:Sa 'J >i?<bffl^lriJ^ffl«.^TiBaiiaii5g^*J® L 
/c^J{i3S:iKJC^^tlT»<^ -5 (Cancer Research, 54 . 6106(1994) . Proc. Natl. Acad. 
Sci.USA..92,2558a995))o KLt<DZti)^<h. PDGF^Si^gBU ^KfbPl^W 

U>SiLT. J. Med. Chem., 37. 2627 (1994). J. Med. Chea. 37. 2129 (1994) . feJ: 
Of#^¥6-507643^^. 3-T'J--'b+y4-tJ-'J >mtLX. Cancer Research. 
54.6106(1994) fcJ;0'4-t'U i>)l-2- TU-^bh''; ^ i^'^^iLT^ Proc. Natl. 
Acad. Sci. USA. . 92. 2558(1995) b tlTl ^ 5o 



wo 97/17329 



3 



PCT/JP96/03229 



ta«$nTt^^ {4- [ (7-iJ'aD-4- + y U-^l') 7x-;b) 

ttz^ 4 -T^)-Jl^ J >lzmt^h(OtLX. lUed, Chem. . 14. 1060 (1971) 
. Acta Chim. Hung. . 112_, 241(1983). #^i^Bg6 3-5 1 3 7 5 ^{^im. hV V 
#ilFll3 1 0 1 5 4 4-^. #^5}z 1 -2 4 6 2 6 3^^i2v 3 9 36 4 

^ flS © §1 ^ 
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(I) 



1 W;6^'CHOJi^, 

(a) XliOifcliS-e*»5x Q(i. 

^ (II) : 




(III ) : 
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^ (IV) : 




>U t Ji C 2 - C ^ 7 V/ ;UT-o -5 ] Tot^ ^ tl -SST* »3 ^ 
(b) X{iO. S^fcliCHg'C'**^. Qtts 

iS; (V) : 
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7U->'l'Slis CN> NOgx OHx NHgs ^^D'^^n C ^ - C ^ T^U+^K 
v^;j-+'>> c -c^7>'U+>'U7 ^ y> i^- (C^ -C^7;U+-'U) 7^y^ 

COgH. C0NH2^ N- (C ^ - C ^ 7-'l'+;W) 7 ^ h\ N. N-i/- 
(C^-C^7>'b+>'b) 7$ F\ C ^-C ^7Jl^Jl7i h\ h'j7;U^nyf- 

t°oi;-:^j:^;k h°^Uv>-;K h°^5i/--'K +^tt'^^v--/K 

C2-C^7v>'U36-t.iiJR$tl'5 l~5<iOM^»^WLTl,^T^J:<. BJi. 
0. NH> NCN. NRg*^{iNORg RgliC^-C57;U 

^ (V) : 




5o } o 
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I. :^mm(Dit^^ 

Ws X. Rg, Rg' , R^, Rg, Rg, Y. Z. A. B. m. j 
vyf-;k s-yf-;k t-:^f-;K 'Of-^k 'Tv^^^Jk ^>7j-^>f-;k 

t -'O^^Jl/ ; 

f-;k ->^n^+->;k ->:?a^^^;k v'^ OTh^'f-^k TrJ'"^ yf-^U ,- 
C - C ^ 7;^n+i/;57;^;^'-;^ : ^ h^i/;^7;U.-K^;k j:. h + i/;:7;U5K^;k 

rn;i?^i/;57;UjK-;k -< y:/D:^?^i/;f7;U:K-;k -j^ h^i^ijJiyi^^JW 
y h + '>:^;l/.-K->'k s -7'h + v':^;U;i;"^;k t h4^i/;^7>'b+^^;l/ ; 

C 2 - C ^ T : T-tr^-'k Zfu fit-JK U ;b ; 
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C 2 - C 4 TJl^JlT i K : h 7 $ h\ Zfu t'7t>7i h\ i K ; 

C ^-C ^7Jl^Jl^:t : /^Jli-it^ x^;Uf-;i-, ZfulzJl^^Tt^ -TV/n 

m.^yj^-J\^: CN^ NOgN OH. NHg. ^^ay•>. C ^ - C ^ T;U+;k 
3St^ (Cg-C ^ T^U+^k C ^ -C^7;U=i + i/. C j-C^7;l'=i+i/ 

(C -C ^7;l/+;U) 7iy^ C ^-C ^TJU^JIT i V\ h U 7 o y 
;k C ^ -C^7;U4^;l/^;*-. 7iy + ->x :7ij:.;Uf-:tx :7i^;l/ 

(C ^ -C^7>'l'+;U) . JlttziiC ^-C ^7 'yJU<Dtpi}^i^mifn6 

m^y^^J^i/ : CN. NOg. OH. NHgs ^^D>;r>. C ^ - C ^ 7>'U+ 
iSt*C (Cg-C ^ q) 7^b+;k C^-C^7>'l/3 + i/x Cj-C^7>>Un 
+ v/;^;b;Kj:i;k C ^-C ^TJl^Uy'Jt^i/^ C ^ - C ^ 7;u+;U7 5 y . 

i^-(C j^-C^7>'U+>'L') 7$y. C 2-C^7;U+>'U7 ^ F\ h')yMa/ 

;U (C ^ -C^7;I/4^;U) . )l^fz\tC ^-C ^T'y)\^<Ofpi)^i^m!l{in 

BIJl7xx;Uf-;*- : CN. NOg. OH. NH 2^ ^^n>:f>. C^-C^7;U 
+-'k Wt^ (C g-C J q) 7>'U+;k C^-C^7;U3 + i/. C^-C^7>'U 
□ ^i/^yU^K-^k C j-C37-'U+U>v?;t-^'>. C ^ - C ^ 7;l/^;b7 ^ ^ . 
i^- (C j^-C^7;U4^>'U) TIJ^ C 2 - C ^ 7>'U+^U7 ^ K. h 'J 7;U;*-n 
y^^k C J - C ^ 7>'U^;bf-;t. ^k ^xy^-/. 7x 

^)\^ (c ^ -c^7;u+;u) . '<>y'r^ut/i{iC2-c ^7v/;^©43;{,^^,il{^ 

a^OV^^P: CN. NOgN OH. NHgN ^^ay>. C^-C^7>'1/+ 
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^tiii'^u^ym. y^m. u>3m iy^^^. m^m. =^^^i^m> 

Jl'y^i^. TKiJItv^'^^i/'^A^ci-) torn-. T'y^-^-um. "H^^^ (t^R 
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II ^mM<D<t^mom7^}^ 

a. mmtLx\.^?,i^<D^m\.^xh. tfz^ii^l:>m^^^t:^^\:xnm^^^mJtLx^ 

X^m-^Zti)<X^?,o i^^ll. Org. Synth. Col. Vol. 3. 272(1955). Acta Chim. 
Hung. J12. 241(1983) ^j:i'0tatt©:3^?**<* So £iT0ll»JT'^ffl LTl^-S^ 
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o 




CI 



1 ^ (I) Q/)<^ (ID ^ ^ (III ) qv) X'TTstti^m^ 

b . X3&< S T'* S^b^O^gSS : 

y.t^^X'hMt'^mU X*<0T-*S^l:^tI©iliit5*i|alL;^-S{cJ:oT> ^ 
;i--;bS«-^>o7 U -^Uib^^&t^Ji'^xoT 'J -^Mb^^^i. 4 - o n+y 
'j >^^i^ <h <S C t {c J: o XWkt iZ.t i}<X' § S o 

2 ^ (I) t^. Q^^^ (V) K (V) jfeJ:c;k;fi)<<hfe{cOT-jb^] 
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Chem. Soc. . Chem. Commun. . 1157(1993). Synlett. 1157(1994)) {cfEiS^ tLT(.^5;U 
-fXi? m^li. ^±mh*)yJl^Pi-u^ ^>7.Jl^^±-h. i^KT^iyyi^^l. 
(Ill) Y y )i^u / ^ vtfz^i^ y7-}i\£^ u (III) h 'J :7;b^ 

-2 0 o^oigffl. L< (ii 3 0-18 ovommtzxm^mttzum^fi 
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b. X/)<S-e*^^b^igg0^fiJc : 
m^ii. 3tii^(0rg. Syn. , 51. 139(1971)) l2i6©jaT®:^i*tc <k *3 7 -yJli-t 7 

(fi?>Rlis 2 0 0-3 0 Ot) t^ZtK^K>mnt^ni}'^^k&.Lfz^-T')- 

N-i?>^;^^^;^A7^ K) 4is TRSK-fb^^h 'J'^'AiittwfigSO-l 5 0t 




X*<CH2T*>-5^ (I) X'^^itl?>it^mt. ti h 7 -(R. Cutler) J. Am. 
Chem.Soc.Jl_' 3375(1949) \zimo^l3'&^%mLXWtt^^ti)<X't:ho d 
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Xf-^ KJ.K.Sti lie) t,® J. Org. Chem.. 48. 4634(1983) {cfB«S® 

:^'m^m\ mmmm f-h^t kp^^:/) 4- i4-yo^ 

h'x (h'J-7iJ^;U*:^7>f » /•f^v'-^A (II) ^ou K) #^ET 




3 (I) 4^, Qf)<^ (V) [j^ (V) B{j:OT-^«J. j (j: 1 T-^ t) ;{>^ 
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ttzli4-^aa^i-V*) >mmi^^r?m^-^tz^. S^t/iJir^U^UT-teK^ 
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X^<CH^X'$>^^ (I) -e^^tn'5'^b^!^(i^ ^ h7-(8.Cutler)t>OJ.Ain. 
Cheni.Soc.Jl_' 3375(1949) {c|B«©:^S{cJ; oTgliiitS C <i:*<-e^ So C© 





c. 
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4 ^ (I) Q;&<^ (V) (V) cj3, j feJ;D:k7&<<J:fe{ClT^^] 
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b . B 75< S S it^m<0^^ : 




c. B*<NCN-e*S^b^^©^fiR : 
B C N -e* S-fb^fi. ^ — t > (H. J. Petersen) t» O J. Med. Chem. . 21, 
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III ^^ggo^b^i^offlj^ 
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cX^igD (^Jx.tf. SSP^rttft^x ^Ta#x iiJSt9:#. 

:i*i^o^sss!^j(i. ii^ffli.^t>nTi,^s)aff^^k ifi^^Pk m^M. mmk 

:^;b^> Xx7 U □-;k mtU 

^ma^O. 5-5 Om«%x 0tl<\i. 1-2 0«fi%SitT-*-5o 

<@>!r£DJi^{C|£:i;Ti®l[^^$*l-5*>\ ^J;i(i\ 1-10 Omg/kg ff* L 

< (i 1 ~ 5 Omg/kg (*S©«Bffl-e* . C:^^ 1 B 1 0* ^Jilfeiatc^^t^TtS:^ 
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m m m 

mmmi m^rn) 

mBRiS02. Ko4^i/-^7^U> (9 6 Img) ^N, N-v'yf-^U 

.■^;UAT^ K (10 0ml) Kmi)^Lfz'^. ^K^U-^A (1. 2 4 4 g) ^JD 
^m.^KXimLfZo ZQiriWJ^^)\^mm il. 14ml) ^v^o<t)7®TL 

^H-NMR (CDC 1 3. 9 0MHz) : 5 3. 8 9 (s. 3 H) . 
7. 0 0-7. 18(m. 4H). 7. 5 3-7. 7 0 (m. 2 H) 
OT^Wji(FD-MS. m/z) : 174 (M"^) 

6. 7-'>V h^'>-4- (6-y h^'>- 2-:^7f-;U;r^v/) ij > 
(12) 

4-:^on-6, 7-i>V h + S/+y U > (7 5mg) tmMmixntzG- 
^ h-Jl (1 7 4mg) ^g^U 1 8 0'X:^3 O^mfmi 

Rjsji^*^+i^>/7Hr h> (2/1) x&mt^mm'y^jijYJii^ 



wo 97/17329 PCT/JP9fi«»3229 

44 



^H-NMR (CDClg, 90 MHz) :53. 96 (s. 3H), 4. 0 
7 (s, 3H). 4. 08 (s. 3H). 6. 53 (d, J = 5. 71Hz, 1 
H) . 7. 18~7. 3 6 (m. 3H), 7. 5 6-7. 9 1 (m. 5 H) . 8. 
50 (br, IH) 

MM^mm iFD-MS, m/z) :36 1 (M"^) 



mmms 

6. i2-±7'f-M^'y) 'J > (1 0) 

4-^'on-6. 7--:^y h + U > (4 5mg) imiSSOiS h 
-)\^ (14 4ing) ^•S^L> 1 8 0t*2^FB^^J$Ly:'#. ll»J2<!:I^^O 
HfPJCioTi^SSIU mm(0it^m=^4 5mg> JR*6 8%Tlifco 

^H-NMR (CDC 1 3. 9 0MHz) : 54. 0 5 (s. 3 H) . 4. 0 
6 (s. 3H) . 6- 52 (d. J=5. 28Hz. 1 H) . 7. 27-7. 6 
1 (m. 6H). 7. 7 5-8. 0 0 (m. 3 H) . 8. 5 0 (b r. 1 H) 
(FD-MS. m/z) :331 (M"*") 

mmm4 

6. 7-v^y h^->-4 - (7-y h^'>-2 U :/ 

(13) 

7-v^y h + '>^/ 'J > (8 9mg) <»:miSao7-^ h + 
->-2-:^7h-;^ (2 0 9mg) ^?1^U 1 8 0V^3 O^mimtfz^^ 
2 i I5li^©aift i: o 151 L . mm<^it^^ 59mg. JtX^41%T' 

^ H-NMR (CDC 1 o. 9 OMHz) : 63. 9 2 (s. 3 H) , 4. 0 
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5 (s. 3H), 4. 07 (s. 3H). 6. 54 (d. J=5. 49Hz. 1 
H) . 7. 1 0-7. 2 4 (m. 3 H) , 7. 4 9~7. 9 1 (m. 5H) . 8. 
49 (d. J=5. 49. IH) 
K»:»tffffi (FD-MS, m/z) :361 (M"^) 

^H-NMR (CDCI3. 90MHz) : 5 4. 00 (s. 3 H) . 6. 7 
9-6. 8 9 (m, 2H), 7. 3 0-7, 4 8 (m. 2 H) . 7. 69'-7. 
9 0 (m. 2H) 

M^^MCFD-MS. m/z) : 174 (M"^) 

6. 7->^y h4^'>-4- (5-p< h^i/- 1 U > 

(11) 

4-^OD-6, 7-i>V h^v/^y (8 5mg) <!:ll»J5-e?i/;:5 - 
y ^ + '>-l-:^7^-;^ (6 7mg) ^S^U 18 0'Citi2 0^^P5iKi^Lyr 

^m2tmm.(om^\z^',xm^L^ ^©^b^i^^i 9mg. jr^i a 

^H-NMR (CDC 1 3. 9 0 MHz) : 5 4. 0 4 (s. 3H) . 4. 0 
8 (s, 6H), 6. 31 (d. J = 5. 27Hz. 1 H) , 6. 83~6. 9 
2 (m. IH) . 7. 3 4-7. 6 1 (m. 4H) . 7. 7 5 (s. 1 H) . 
8. 20-8. 29 (s. IH), 8. 43 (b r s. 1 H) 
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®fi^*frii (FD-MS. m/z) :361 (M^) 

6. h^->-4- C4-^ >h'VJl:t^i/) 'J > (1 7) 

4_^Po_6, h+'>+y U > (1 1 2mg) iffiBS^a© 4 - t K 

D+>>f>K-;b (2 0 0mg) ^S^U 1 8 Or*3 05}P^lti$L/co SJo 

m.^^uuit^)\,K/^^s.=f-)\, (3/1) TSP^-f '5M>U:<7'!rVU:J'o-7 h^'* 

^H-NMR (CDClg. 90MHz) :<5 3. 9 5 (s. 3 H) , 3. 9 
6 (s. 3H). 6. 08~6. 13 (m. 1 H) . 6. 35 (d, J=5. 2 
8Hz. IH), 6. 83-6. 93 (m. 1 H) . 7. 29-7. 4 5 (m. 
5H). 7. 62 (s. IH). 8. 40 (d. J=5. 05Hz. 1 H) 

Mfi:»tfrM (FD-MS. m/z) :3 2 0 (M"^) 

^^J8 

6. 7-S^y h^->-4- (3. 4-v?;>t h^'>-7jiy4^i/) ^yj > (8) 
4-^oo-6. 7-v?^ li > (9 Omg) .tmiRaoS. 

^ h + '>7iy-;l. (1 8 7mg) «:S^U 1 8 0 1:* 3 0 ^^Pa^jtJ^ L /ii^x 

U ^@®{b^'g3^2 6mg. JR^l 9%-e|f/;:o 

^H-NMR (CDC 1 3. 5 00MHz) :(53. 8 7 (s, 3H) , 
3. 93 (s. 3H). 4. 05 (s. 3 H) . 4. 06 (s. 3 H) . 6. 4 
5 (d. J =4. 9 Hz, IH) . 6. 7 5 (dd. J =2. 4 Hz. 9. 2H 
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z. IH). 6. 75 (d. J=2. 4Hz. 1 H) . 6. 93 (d, J = 
9. 2Hz. IH). 7. 42 (s. 1 H) . 7. 57 (s. 1 H) , 8. 48 
(d. J=4. 9Hz. IH) 

gfi^^ffi(FD-MS. m/z) :34 1 (M"^) 

6. 7->'y h^'>-4- 'J;b;j-^^) ^yU> (15) 

4_^pp_6. 7-i;;< h + >+y 'J > (9 Omg) tmBSSOe-h Ko 

+'>+y';> (i7 6ing) =^mmu mkmstmm<Dmi'^X'Km^^zjpmm 

^H-NMR (CDC 1 g, 5 0 OMHz) : 5 4. 0 5 (s. 3 H) . 
4. 06 (s. 3H). 6. 56 (d. J = 5. 5Hz, 1 H) . 7. 4 4- 
7. 6 2 (m. 5H) . 8. 1 3 (d. J =8. 5 Hz. 1 H) . 8. 2 2 (d. 
J=9. 2Hz. IH). 8. 53 (d. J=4. 9Hz, IH). 8. 94 

(d. J=4. 3Hz. IH) 

KS^^rli (FD-MS. m/z) :33 2 (M"^) 

mmmi o 

6. 7-v^y h^->-4- CZ-yMuy^j^i/-) »;> (4) 

4-^DD-6. 7->^j/ h + ->+y U > (10 Omg) imiSSa© 3 
;ro7iy-;b (0. 2 0ml)^zg^U 1 8 0r4^3 0^»P^iti^L/Co SiE 

•tii^^Jij YJliJ y^i7u^hiryy^-\zJ:f!)m9lU <b^^ 12 5 
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^H-NMR (CDCI3. 500MHz) : 6 4. 04 (s, 3H). 

4. 06 (s. 3H) , 6. 56 (d, J=4. 9Hz. 1 H) . 6. 93 (d. 

J=9. 2Hz. IH), 6. 95~7. 05 (m. 2H) . 7. 39~7. 4 

5 (m. IH). 7. 47 (s, 1 H) , 7. 50 (s. 1 H) . 8. 53 (d. 
J=4. 3Hz. IH) 

HS^^M (FD-MS. m/z) :29 9 (M"^) 



HJfe^^l 1 

6. 7- v^y h^v/-4- (3-b Ko4^'>7xy^i/) U > (5) 
4-^^nD-6. 7 --^V h + '>+>"J > (3 0 0mg) imBSS^iO ^ V*>'L'i/ 
>ty7-lrx-h (0. 8 3 5ml) ^S^U 1 8 0W3 O^Pami^ Lfco 

«EET^«E®^ L xnf:inm^. ^ o o ;h AT-JS^fbt 5 C <»: ic J: t) m^Oit 
3 7 m iR^ 9 

^H-NMR (CDCI3, 500 MHz) : S A. 01 (s. 3H). 
4. 02 (s. 3H) . 6. 48 (t. J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, IH). 6. 77 (dd. J = 2. 4Hz. 7. 3Hz, 1 H) 
, 6. 82 (dd. J=2. 4Hz. 8. 6Hz, 1 H) . 7. 33 (t. J = 
7. 9 Hz. IH) . 7. 3 9 (s. 1 H) . 7. 4 7 (s. 1 H) . 8. 4 0 
(d. J=5. 5Hz. IH) 
®S^iff«t (FD-MS, m/z) :2 9 7 (M"^) 
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mmm 12 

6. (4-yp^7xy4^-» 'J > (7) 

4-^un-6, 7 -'J/ V^'y^J V > a. OOg) timS,04-Zfo. 
^^xy-^U (1 1 5mg) ^zi^U 1 8 0^4^ 4 O^fammtZo 

y -iz^fommu m.m(oit^^=^i. 20 iR^7 6%-c'f#^o 

■^H-NMR (CDCI3. 500MHz) :<54. 04 (s, 3H). 
4. 05 (s. 3H). 6. 48 (d. J=4. 9Hz. 1 H) , 7. 08 (d. 
J=8. 5Hz. 2H) . 7. 43 (s. 1 H) . 7. 51 (s. 1 H) , 
7. 58 (d, J=8. 5Hz. 2H). 8. 51 (d. J=4. 9Hz. 1 H) 
Sfi^JWffi (FD-MS. m/z) :3 5 9 (M"^). 36 1 (M "''+2) 

llife^J13 

6. 7-i:^y h^->-4- (2-y h^->7xy4--» 4^/ u > (i) 

4_^pp_6, h + ->+y 'J> (1 02mg) c!:mBSn'&02 h 

^v/^xy-^U (0. 5ml) ^S^L. 1 SOWSmrPami^Lyie RiSS^ 

7 6mg, JR^5 4%-e^§feo 
■^H-NMR (CDC 1 q. 90MHz) : 5 3. 78 (s. 3H) . 4. 0 
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5 (s, 3H), 4. 05 (s. 3H), 6. 31 (d, J=5. 3Hz, 1 H) 
. 6. 9-7. 4 (m. 4H) . 7. 4 2 (s, 1 H) . 7. 6 3 (s. 1 H) . 
8. 45 (d. J = 5. 3Hz, 1 H) 

®fi:^^<i (FAB-MS, m/z) :312 (M'^+1) 

6. 7->^V h^'>-4- (3-;>< h^->7xy4^i/) 'J > (2) 
4-i7aa-6, h^'y^J U > (1 0 3mg) tl^mS,<D3-/ h 

+ '>7jLy-;U (15 8mg) ^M^U 1 6 OV^dmremWLtZo ^Hl^M^ 

^H-NMR (CDC 1 g. 9 0MHz) : 6 3. 8 2 (s. 3H) . 4. 0 
4 (s. 3H), 4. 05 (s. 3H). 6. 53 (d. J=5. 3H2. 1 H) 
, 6. 7~6. 9 (m. 3H). 7. 35 (t, J=7. OHz, 1 H) . 7. 
43 (s, IH), 7. 54 (s. 1 H) . 8, 50 (d. J=5. 3H2, 1 
H) 

««5>#fM (FD-MS. m/z) :311 (M"^) 

6. 7--:?^ (4-/ h^i/7xy^'» 'J> (3) 

4-i7an-6. l-'J/ h + v/^y 'J > (10 3mg) <!:mBSa04-y h 
4-i/7xy-;U (2 8 6mg) ^S^U 1 5 O'C^SI^P^J^Ljto SfCSM^ 
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m^2. 2 1g^ JR^8 8%Tl#/io 

^H-NMR (CDCI3. 90MHz) : d 3. 85 (s, 3 H) , 4. 0 
5 (s. 3H) . 4. 0 5 (s, 3H) . 6. 4 1 (d. J =5. 3 Hz, 1 H) 
. 6. 97 (d. J=9. 5H2, 2H) . 7. 14 (d. J=9. SHz. 2 
H) . 7. 43 (s. IH), 7. 58 (s, 1 H) . 8. 46 (d. J=5. 
3 Hz. IH) 

SS^tffM (FAB-MS. m/z) :312 (M"*"+1) 



H Wi 1 6 

6. 7 h^'>-4- (5-^y 'J > (l 4) 

4_^oo_6. 7->'>/ h + '>+y'J > (5 Omg) imSSS® 5 - t Kd 
+ U > (5 Omg) «-^i^U 1 7 0 Wl 0:»Pa«i$Lyio SlCS^^ 

*LT^^g|2l^^+1f>/i^Kif-;U (1/1) TJggi^. M{C:5'no;i.;UA 
(5 0/1) X-m^t^nm'y')tiYJV^u-7Y^^y ^ -\z^Ki 
mi?U ^SO^k^^4 7mg. JR^6 4%T'?#/Co 

^H-NMR (CDCI3. 90MHz) :<54. 06 (s, 3H), 4. 0 
7 (s. 3H) , 6. 35 (d, J = 5. 3H2. 1 H) . 7. 2-7. 5 (m, 
3H). 7. 68 (s. IH). 7. 7-8. 4 (m. 3H). 8. 46 (d, 
J=5. 3Hz. IH). 8. 49 (dd. J = l. 76Hz. 4. 17Hz. 
IH) 
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!S*5}tfrM (FD-MS. m/z) :33 2 (M"^) 

mmmi i 

6. 1 -'J^ V^i/-A- > (9) 

4_^on_6, 7-v?>p' h + '>+y U > (97mg) imBSS© 1 -:'-:7 h 

-;u (3 4 omg) <srji^u 1 5 {^'x:tspmfmwLtzo mm^m^mi^ 

tzBM^^^^y/W^^=f-)\^ (3/'l) T"M§a'#^ :}'nn;fs;UA/^^y-;U 
(1 0 0/1) -eSiat- •5->U*y*>'l'*5i.^nv hr77>f-lcJ:»9fi|83L^ 

M{c^+1f>/i^Kjiif-;U (1/1) T'g§a-r'5^M'>'J:^y>'l'^Dv 

^H-NMR (CDC 1 3. 9 OMHz) : 54. 0 5 (s. 3 H) , 4. 0 
5 (s, 3H), 6. 32 (d, J=5. 3Hz, 1 H) . 7. 2-7. 6 (m, 
5H) . 7. 74 (s. IH) , 7. 8~8. 0 (m. 3H) , 8. 35 (d. 
J=5. 3Hz. IH) 

M5}*ItM (FD-MS, m/z) :33 1 (M"^) 

mm.m s 

6. 7->?y h4^'>-4- (5-^>H''J;U;t4>-) U > (1 6) 
4-^'on-6, 7--:^;' h^^v'+yj > (1. 0 g) <i:mB5a©5 - t Kn, 
^-z^-vK-;!/ (1. 19g)^^i^U ISCC^^l. 5SrPe1«tif L^co Sit: 
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■•■H-NMR (CDC 1 g, 9 0 MHz) : 5 4. 0 5 (s. 3 H) , 4. 0 
7 (s. 3H). 6. 42 (d. J=5. 3H2. 1 H) , 6. 5-6. 7 (m. 
IH), 6. 9-7. 6 (m. 5H) . 7. 67 (s. 1 H) . 8. 44 (d. 
J=5. 3Hz, IH), 8. 55 (b r, 1 H) 

(FD-MS. m/z) :320 (M"^) 

mm\ 9 

6. 7-v^ h4^S/-4- h^->7x-;U^;i-) U > (1 1 7) 

4-^ao-6. l-'J:f- Y^'y^J 'J > (5 Omg) imB5n°D©3-y h + 
i/K>-br>f^^-;l. (7 7mg) ^S^L. 1 8 CC^^ 3 Ol2l>Fa1!ti$ LfCo HJfe 
^Jl 8«i:liai©«mwJ;oTflS3U gS©^b^tl^ 7 2 m g . JR^10 0%T 

■^H-NMR (CDC 1 g. 9 OMHz) : <5 3. 7 9 (s. 3 H) . 4. 0 
1 (s. 3H), 4. 03 (s, 3H). 6. 84 (d. J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m. 6H). 8. 45 (d. J = 5. IHz. 1 H) 
®«:^tlT«l (FD-MS. m/z) :32 7 (M"^) 

IIS6^2 0 

6. l-'Ji h^'>-4- (4-y h4^'>7j.-;l/^>f) U > (l i 8) 
4-:^Dn-6. 7 - i^^jf h + i/^/ U > (5 Om g) <i:miSD°n©4 
i/'O-fe-^f-;*— ;U (6 3mg) ^zi^U 1 5 0lC4'5^F^}ti$L/io HJfe^^l 
1 8<!:|Hl^OiSlf1^|wJ:-3T*f8iU MJc^? a D.-hwl'ATifeHl'fb-r-S C <»:{cJ:t)^ 
SO'fb^^*8 Omg. iR^l 0 096T?#/io 
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^H-NMR (CDC 1 3. 9 OMHz) : 6 3. 8 8 (s. 3 H) , 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d. J=4. 8H2. 1 H) 
. 7. 15 (d. J=8. 7H2. 2H) . 7. 38 (s. 1 H) . 7. 39 

(s. IH). 7. 52 (d. J=8. 8Hz. 2 H) 8. 39 (d, J=5. 
IHz, IH) 

®«^ffM(FD-MS. m/z) :32 7 (M^) 



rtJfigao4->^o^->'iy-;i/ (1 7. 3g) ^N. N - i^;^ f-;b:t;;l/A7 ^ 

K (9 0ml) \zmmuz^. ^-i^yimiti- h u a (2. e 4 g) ^m^fto 

^iaTJ-T— Bfejti^^^ :^ D □ =f-)ls.-7-}l (8. 3 5ml) ^}(J0^. 

!^^18. 2 5g. iR^8 4%r?§fco 

^H-NMR (CDC 1 3. 9 OMHz) : (5 3. 4 6 (s. 3 H) , 5. 1 
3 (s. 2H). 6. 91 (d. J=9. 2Hz. 2H). 7. 38 (d. J = 
9. 2Hz. 2H) 

ea^^ffi (FD-MS. m/z) : 2 1 6 (M"^) .218 (M'^ + 2) 



^m2 2 (#%M) 
4 - m-n-yf^;u^>-l-/ h^'>;<f-;U7xy-;U 
IUfeM2 mmzA-fu^-l-:^ h^i//^Jly^J-Jl (1 5. 99g) 

^^iTKxh^t Ko75> (2 0ml) lc^«?L. T^l^^J'^^^BB^THJISaov 
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^f}muizm^fzmr'^ 7^h5tKa77> (lomi) izi^mitii^m^aO 

mith^)-n-yi-j\.xX (2 3. 9 9 g) < «9ij®TL/wo ^^4341^ 

mmn'^. ^mm^^=^ 5 %:s^bT > ^- atk^/k i ^ o d * AT'^si L^ 

\z^'Ommoit^m=i: 31. 39g. wioo Hx-mt^o 

•^H-NMR (CDC 1 3. 9 0MHz) .6 0. 8 0-1. 6 5 (m. 2 7 
H) . 3. 48 (s. 3H) . 5. 17 (s. 2 H) . 6. 91-7. 42 (m. 
4H) 

nm^Vrm (FD-MS. m/z) : 42 8 (M'*"+l) 

(1. 2 8 2g) irfJISS®4- (h<;7;U;i-ny f-;U) K>V^;U^o ij K 
(6 2 6mg) ^^on*:;l/A (5ml) Jc^ji¥L. rfJBSS© h';^ (hU^i- 
v'U'fxX^^f » (II) ^aO y (8mg) ^Atu 5 B^ralilSt L/Co 

7KsiiKv^4^>>.^AT'i£j^Lfco ms.rmmmi:mmihtifzi^m a. 028 

g) ^T'h^th^ayyy (2ml) * (5ml) <i:6N:^ie7KS 

?s (1 2m 1 ) ^m^x4. 5^ri^mLtio Kiti^m^^^^m^^iti- h 'yi. 
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Sa^tffH (FD-MS. m/z) :26 6 (M^) 

(4- h '>)7;U;i-nyf-;l/7x.=:.;U) {4- [(6. 7 - v^^ h^'>- 4 

4-^^00-6. h + e/+y U> (8 Img) <!:IIJfefiaj2 3-cmy::4 

- 1 Kn + v7jL^>»l/ 4 - h U :7;i,;i-ny yh>(2 8 8mg) 

^b^tl^ 9 8 m JD^^S 0 %Tl§/Co 

^ H-NMR (CDC 1 3. 5OOMH2) :64. 0 3 (s, 3H). 4. 
0 6 (s. 3H) , 6. 6 8 (d. J =4. QHz, 1 H) . 7. 2 9 (d. J 
= 8. 5Hz, 2H). 7. 46 (s, 1 H) . 7. 47 (s, 1 H) . 7. 7 
8 (d. J=7. QHz. 2H). 7. 91 (d. J=7. 9Hz. 2H). 
7. 94 (d, J=9. 2Hz, 2 H) . 8. 59 (d. J=4. 9Hz. 1 H) 

M^tffii (FD-MS, m/z) :4 5 3 (M"^) 

4-b Ka^'>7 3L^;U 4 f->'U7x~;U yh> 
IUfe0II2 2m;t4- h 'J - n 1 h + >y f-;U-7 y 

(1. 28 2 g) fi^WiFn<DA-V)V:^^)\^9u^) K (4 6 4mg) ^^nn* 
^UA (5inl) twifiSU miSiS® t';^ ( h U 7x^;U^^X7>f » /n'^v^-^a 

(II) ^nU K (8mg) ^An> 8mFP^a«£L/::o SfSS^^HJfeM 2 3 t 
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Ltzo MET^mm^Wm^imm (9 6 7mg) ^xh7tKD:77> (0. 5 
ml) Kmm^it^ tK (4in 1) t6Nmt7i(.mm (l OmO ^jD;tT7l^f^ 

®«^tff^ (FD-MS. m/z) :2 12 (M"*") 
ll»J2 6 

{4- [ (6. l-'J/ V^l/-A-^J ;r4^->] (4-y 
^;t/7x-;U) > (3 0) 

4-^oD-6. 7->'y h + v^+yj > (8 9mg) <i:lim«»J2 5Tl§fc4 
-tKa + v/7i^;b 4-y^;U7i^;l/ h > (2 4 8mg) ^M^U 

1 8 0 'Ccf' 1 0 r^raiitj^ L fc^s w&m 2 At mm<^:f5m'(:m^t ^z.t\z^K). 
mm(oit^m^ ii8mg. jr$74 

^H-NMR (CDC 1 g. 5 0 OMHz) .5 2. 4 5 (s. 3H) , 4. 
03 (s. 3H). 4. 06 (s. 3 H) . 6. 65 (d, J=5. 5H2. 1 
H) . 7. 27 (d. J = 8. 6Hz. 2H). 7. 30 (d. J=7. QHz. 
2H) , 7. 4 6 (s, IH) . 7. 4 9 (s. 1 H) , 7. 7 4 (d. J =7. 
9H2. 2H), 7. 91 (d. J=8. 5H2. 2 H) . 8. 57 (d. J = 
4. 9Hz, IH) 

SM^Sfii (FD-MS. m/z) :39 9 (M"^) 

IIJS««J2 7 

3-:^oo7x^;U 4 - b Ko^'>7 jL.r.;U >y h > 
llife«»J2 2T''#;t4-h 'J-n-:J^f-;l.f->-l-y h + '>.^ f-;U7 x y 
(1. 282g) imB55&©3-^'aoA:>yV;U^aiJ K (52 5mg) 
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ou*;l/A (Sml) tZ.mmL. mf&&(0\^X 'j7i-;U*X7>f » 
i^'yj^ (II) ^n«J K (8mg) ^AtU imfmmifZo SiCS^^^Hil^iJ 

AT-fgiiL/::o «ffiT^«S*^?t/::H^6 (1. 9 14 g) Ort. (1. 5 
6 3g) ^IS^Ds 7^ h7 t Kn75> (Im 1) {c?§/S$-ti-, * (7m 1) i6 
l^mmym^ d 7m O ^mT8NFraii«[L/Co Sfi:.S^tl^llSfeM2 Si 

ini«©^s«iiLx mm(Dit^m=^3 1 smg. 2%T-$iyro 

S«^4frffi (FD-MS, m/z) :23 2 (M"^) 
llte«»J2 8 

(3-:7 aa7j.-;U) {4- [(6. 1 - 'J / V^v - A J )l) ir=^ 

->] y > (3 1) 

4-:?on-6. 7->>V h + '>4^y'J> (8 9mg) illife^J2 7 3 
-:?DD7iJ::-;U 4 - t Ka + S/^i^^U ^Ir h > (2 7 9 m g) ^^i^U 

1 8 0^2 Qif^fiiw^Lfzo %m.m2 4 twm<j^:^mvi^m'i>zt\zx^^ 

mMOibmi^Q 7mg. JR^4 0%T-^ifco 

^H-NMR (CDC 1 3. 5 0 OMHz) : d 4. 0 5 (s. 3H) . 4. 
01 (s. 3H). 6. 71 (d. J=5. 5Hz. 1 H) . 7. 31 (d. J 
= 8. 5Hz. 2H). 7. 51 (s. 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d. J=8. 5Hz. 2H) . 8. 12 (s. 1 H) . 7. 37-8. 03 
(m. 4H) 

Slfi^^ffl (FD-MS. m/z) :419 (M"^) 
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IIJfe^J2 9 

miSaO-hD^:^> (5m 1) +x rUISia©T-V-;I/ (5 4 Img) im 

IS5i®4- t ->^f-;K>vM;U^uU K (9 8 3mg) imiSSOX:^ > i^^-i^ 
MlIDh')yjl:i-n;t ^>XJl^^:^-h (4 9 2mg) ^jDd^^ 6 0t:jCT2 

^8 6 2mg. JR$6 4%T?ifco 
e«5}#fM (FD-MS. m/z) :2 6 8 (M"^) 

lliSfe««J3 0 (##«^) 
4 - t -yf^;U7x^;l/ 4-b Kd^'>7j^^;I/ 
^Ste«3J2 9T^^4- t -7'f-;U7i-;u 4-yh + ->7x-;U 
(8 62mg) ^N. N-i^;'f■;^>-^;^A7^ K (3 5ml) (l^jSU ^ h 'J 

^/Af-;^^ h+s/K (5 6 2mg) ^M^. 7J\^:^>^m%rsmmmmLfzo 

7 9 4mg^ |R^9 THX-ntZo 

^H-NMR (CDC 1 3. 5 0 OMHz) .6 1. 3 6 (s. 9H) . 
6. 92 (d. J=8. 5H2. 2H). 7. 49 (d. J=8. 6Hz. 2 H) 
. 7. 72 (d. J=7. 9Hz. 2 H) . 7. 79 (d. J=8. 5Hz, 2 
H) 

M^^<i(FD-MS. m/z) :25 4 (M"^) 
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(4- t-yf-;l/7x~;U) (4- [(6. 7 -'J/ \^^'>-4-^y V J\^) 
t^'yl -7S.-M ^9Jy (3 2) 

4-:?DD-6. 7-v?y h + iz+y 'J > (34 Img) iHSfe^JS OTH/;: 
4- t -y^;l/7i^>»U 4-t Kn + '>7i^;U h > (7 7 5m g) ^zi 
^Lx 15 0*C4'15^r^«i^L/::o ^+•^^>/7-b h ^TMig-rs U ^y^U 
:^7A:?D-7h^''^7>f -jrJ;»5i^$!!U M©^b^^^ 7 2m JR^l 1% 

^H-NMR (CDC 1 3. 5OOMH2) 38 (s. 9 H) . 4. 

04 (s. 3H) . 4. 06 (s, 3 H) . 6. 65 (d, J = 5. 5H2. 1 
H) , 7. 27 (d. J=8. 6Hz. 2H) , 7. 45 (s. 1 H) . 7. 5 
0 (s, IH). 7. 52 (d, J=8. 5Hz. 2H). 7. 78 (d, J = 
8. 6Hz. 2H). 7. 94 (d, J=8. 6Hz. 2 H) . 8. 57 (d. 
J=4. 9Hz, IH) 

Sa^^ffl (FAB-MS. m/z) :4 42 (M 

•mMZ2 (#%«?y) 

TfJlS5?.®-hny ^> (5 0ml) "I:!. m®a°n®T- V-;l/ (3. 2 4 4 g) 
irfJlSo^CD 4 - 7 i^^U'O V'f P 'J K (6 . 5 0 0 g) irfJHRp"?.®^ x 
;Ut''>A (III) h 'j7;U;}-a;<^>x;l/*;^- h (1. 8 6 1 g) ^1lS\^^ 
6 0 ICT 2 4 ^Pslitif L S^SS^^^tK <!: u u * ;b A r-^^lj^, n d 
;h;UAS^M7k«E»-7^^^i/C7AT-ia!*L«fiET^I«aiLT?i^^ji (9. 8 
4 2g) O-aS (1. OOg) ^W)^ 's+l^^/T-lr h>T-Miai-S'>U*>y' 
;U;^5A^nT -{zJ;0*liSL. ^0<b^^3 0 Omg^ jR$3 
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^H-NMR (CDCl g. 5 0 0MHz) : 63. 90 (s. 3H) . 6. 
98 (d. J =8. 5Hz. 2H). 7. 40 (t. J=7. SHz, 1 H) , 
7. 48 (t. J=7. 3Hz, 2H). 7. 65 (d. J=7. 3Hz. 2 H) 
. 7. 76 (d. J=8. 6Hz, 2H), 7. 85 (d. J=8. 5Hz. 2 
H) . 7. 87 (d, J = 9. 2Hz, 2 H) 

Sfi^^rffi (FD-MS. m/z) :2 88 (M"^) 



4-b*7jc— ;U 4-b Ko^'>7j^^>>1/ ^Vy 

^Jfe«»!3 2T-?§fc4-t"'7i~;l' 4-;^ h + ^^jc-yU '!rh>(2 6 7m 
g) ^-N, N-vV^;U'-^;UAT^ K (20ml) iC/^j^Ls 
h + v/K(162mg) ^^D;^.^ 7 ;U3* ^^ffl^T 3 mfUMm L /^o SC^^i^^ 
^ 1 0 % U >S57K^/fe<J:gtl?J:.^;btr^iS L. g^Kxf-;U®^: 0 . 5 Nift'Sf^TK 

t-SCifcJ:*), mm(Oit^^2 0 7mg^ JR^8 2%Tr^yio 

^H-NMR (CDCl 3, 5OOMH2) : (56. 9 1 (d. J =8. 5H 

z. 2H) . 7. 43 (t. J=7. 3Hz. 1 H) . 7. 52 (dd, J = 7. 

3Hz. 7. 9Hz. 2H) . 7. 70 (d. J=8. 5H2. 2 H) . 7. 7 

5 (d. J=7. 9Hz. 2H) 7. 77 (d. J = 7. 9Hz. 2 H) . 7. 

83 (d. J = 7. 9H2. 2H) 
®S5}^^ (FD-MS. m/z) :27 4 (M"*") 
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mmm3 4 

(4- [ (6. 7-v?y h»'>-4-^y'J;l/) 7x^jl/} (4-h' 

7^^;U) y r^y > (3 3) 

4-:^ao-6, 7 -S^^ h + S/^yU > (6 5mg) <h|IWJ3 3T#/;:4 
-t'yj^-jl 4-t Kd+v/7x~;1/ >:r h > (7 9m g) ^M^L> 1 8 0 
W3 Or^raliti^L/co s^5zi^^a^^'^u:^;^A/'g^^alf-;^ (1 0/1) r- 

mg> JR^3 7%T'^fco 

H-NMR (CDC 1 g, 9 OMHz) : <5 4. 11 (s, 3 H) , 4. 1 
4 (s. 3H) . 6. 7 4 (d. J = 5. 3 Hz. 1 H) . 7. 3 0-8. 0 9 

(m, 15H). 8. 65 (d. J = 5. 3Hz. 1 H) 

M:»tffM (FAB-MS. m/z) :462 (M"^) 

mmm3 5 (M^m) 

msRa©-hDy ^j'^ (1 0ml) mKa®T-v-;u (i. osi g) 

<^:mISla©2-:^7 h-r;U^n ij K (1. 9 06 g) irfilSn^©^ >y f-^l/K-:? A 
(III) h «j7;l/;roy ^>x;U*^- h (6 2 0mg) ^S-m. 6 O^CIdTS 

^^8 1 7mg. JR^3 l%X'%fz^ 

^H-NMR (CDC 1 3. 5 0 OMHz) : <5 3. 8 9 (s, 3H) . 6. 
98 (d. J=9. 2Hz. 2H). 7. 53 (t. J = 8. 6Hz. 1 H) . 
7. 58 (t. J=9. 2Hz. IH). 7. 86-7. 93 (m. 6 H) , 8. 
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21 (S. IH) 

M^tlffil (FD-MS, m/2) :26 2 (M"^) 
4-b Kp^v/7x^;I/ 2-±yf-)V 

^Sfe«»J3 5T-?iA:4-y h4^v/7x-;U 2-:>->'^;l/ ^h>(7 3 5mg) 
^N. N-i>V^;l/*;l/AT^ K (20ml) {c?g)i?L. i- h ^) / h + 
S/K (4 9 1mg) ^Jd^^ TJl:n'>^mf^T5^mmmLf^o KJtM^^^m 

mm3 3t mm(o:^m:i'^ r> rmmt -s c i j: ^ mm(Dit^^=^ 5 9 5 m g , 

^H-NMR (CDCl 3. 5OOMH2) : 66. 93 (d, J =7. 6H 
z. 2H), 7. 61 (t. J=7. OHz. 1 H) . 7. 67 (t. J = 7. 
3H2. IH). 7. 74 (d. J=8. 5Hz. 2 H) . 7. 78-7. 80 

(m, IH), 8. 0 2-8. 1 0 (m. 3H), 8. 2 5 (s. 1 H) 

SSr^-tt^M (FD-MS, m/z) :24 8 (M"^) 

lliSte^J3 7 

{4- [ (6. 7-S>V h4-v-4-4-y 'J>>U) ;j-^^3 (2-:^ 
7^;l/) > (3 4) 

4-:?UD-6. 7-i>V h + v'+yj > (1 1 2mg) <i:IIJfe««J3 6-eMyt 
4-t KD + S/7i-;U 2-:^7f■;^ ^ h> (1 2 4mg) <£-zi^L^ 1 8 

S*^l§t>tlfcaS (2 2 7mg) (5Qmg) <&fJ*3> ^'nn;h;bA/ 
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^©Ib^ife^l Img. 1R*2 3%-i:mfZo 
^H-NMR (CDClg, 90MHz) : <5 4. 05 (s. 3 H) . 4. 0 
7 (s. 3H), 6. 70 (d, J=5. 3Hz. 1 H) , 7. 35 (s. 1 H) 
, 7. 48~7. 90 (m, 5H) . 7. 96-8. 0 5 (m, 6 H) , 8. 2 
9 (s. IH), 8. 60 (d. J=5. 3H2. 1 H) 

(FAB-MS. m/z) :4 3 6 (M"^+1) 

rUISa®- h o :^ > (10ml) tp^ rfJHRffiOT- V-^U (1. 0 8 1 g) 

<!:rfTigS,0 2-7"y ^.(U^n ij K (1. 4 6 6 g) tlfimShcO-C y I. 
(Ill) h •j7;U;i-n;/:^>x;U5^;^- h (6 2 0nig) ^Jn;ix 6 0*C{CT8 

«9 X mm<Dit^^^ 965ing>iR¥44 %Tl#/Co 

^H-NMR (CDC 1 3, 5 0 0MHz) :53. 89 (s. 3 H) , 6. 
98 (d, J=8. 5Hz. 2H) . 7. 16 (dd. J=3. 7H2, 4. 9 
Hz. IH). 7. 64 (d. J=3. 7Hz, 1 H) . 7. 68 (d, J = 4. 
9H2. IH). 7. 90 (d. J=8. 6Hz. 2 H) 

mm^mm iFD-US, m/z) :218 (M"*") 

mmmsQ (#%w 

llife«?!I3 8•^^#y::4-y h + '>7i^;l/ 2-f-i-^U '5rh>(804mg) 
^N. N-v?yf-;U*>»UA7^ K (3 0ml) izmmU h ^ / h + 
'>K (6 4 5mg) ^SD;i. 7;U3*>5?fflmT5i^FaiSMLfco SJezS^ife>&|| 
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^^A^D^h/^^^f -r-mmtiZtiz^r). 7 0 2 m 

^H-NMR (CDClg. 500MHz) : 6 6. 84 (brs, IH), 
6. 93 (d, J=8. 5Hz. 2 H) . 7. 14 (dd, J=3. 7Hz, 4. 
9Hz. IH), 7. 64 (d. J=3. 7Hz. 1 H) . 7. 68 (d. J = 
4. 9Hz. IH). 7. 83 (d, J=8. 5Hz. 2H) 
W&^mm iFD-MS, m/z) :2 0 4 (M"^) 

mmmAo 

{4- [(6. *}Jl) t^jyl yj^-Jl} (2-^ 

jL^jl} (3 6) 

4_^po-6, 7-v^y h + v/^y U > (11 2mg) tmm^ 9T-^§/:: 
4-t KD^'>7i^;U 2-f-i-;U ^ h > (1 0 2 m g) ^M^L. 1 6 
0W4 O^KiKi^Lfco Sfi5^i^^llife^J2 4 il^^^O^^j^TffltKtSC i 
J- J: > mm<D^t^^ 3 4 m g , JR^ 1 7 %T'^§fco 

■^H-NMR (CDC 1 3. 5 0 0MHz) : 54. 04 (s. 3H) . 4. 
07 (s. 3H). 6. 65 (d. J=5. 5Hz, 1 H) , 7. 20 (d d, 
J = 3. 7Hz. 4. 9Hz. 1 H) . 7. 29 (d, J=8. 5Hz. 2H). 
7. 47 (s. IH). 7. 49 (s. 1 H) . 7. 70 (d. J=3. IHz. 
IH), 7. 75 (d. J=4. 9Hz. 1 H) . 8. 00 (d. J=8. 6H 
z. 2H) , 8. 58 (d. J = 5. 5Hz, 1 H) 
e*^«fM (FAB-MS, m/z) :392 (M"^+1) 
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11*6^4 1 

(4-^nP7x^;U) {4- [(6. 7 -i^/ h=^'y- A -^^ ') Jl) 
•>] yj,-M (3 7) 

4-^DD-6. 1-'^^ h + '>+y (1 1 2mg) irfJ|S52,©4-^u 
o7x-;U 4-t Ko + v/7x-;l/ ^ h > (3 4 9mg) <£-jl^Lx 1 8 0 
°C4^2 05}Fa1it^L/-Co MlSii^i^^^'OD;t;;UA/i^Kif--'b (5/1) TrM 
rat 5 7^ ^ n V h ^5 7 ^ - J; t) L . mm<Dit^!&i^ 2 6m 
g^ iR^l 2%Tli/ro 

^H-NMR (CDC 1 3, 9 OMHz) : 54. 03 (s, 3H) . 4. 0 
7 (s, 3H) , 6. 6 6 (d. J =5. 3 Hz, 1 H) , 7. 1 9-7. 3 4 
(m, 2H). 7. 44-7. 56 (m. 4 H) . 7. 7 1-7. 99 (m, 4 
H) . 8. 5 8 (d. J = 5. 3Hz. 1 H) 

OT^#f<i& (FD-MS. m/z) :419 (M"^) 

i4-yjltay^-Jl) {4- [(6. 7 -y/ h^jy-A-^y ') Ji:) ^ 
4^i/3 yjiSLji} jy (3 8) 

4-^^00-6, 7-v?;' h + vz+yj > (1 1 2mg) <i:miSao4 -7Jl/ 
?i-n7i-;U 4- 1 Ko + v/7i--»b yh> (3 24mg) ^S^L. 17 

{wJ:l9. ^JSO^b^^l 1 4ing. JRm5 7%T'?§fco 

^H-NMR (CDC 1 3. 5 0 OMHz) : 5 4. 0 4 (s, 3H) , 4. 

07 (s. 3H). 6. 65 (d. J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz. IH). 7. 20 (d. J=8. 5Hz. 1 H) . 7. 27 (s. 

IH). 7. 28 (s. IH). 7. 47 (d. J=8. 5Hz, 2 H) , 7. 
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86 (d, J=8. 5Hz. IH). 7. 88 (d. J=8. 5Hz. 1 H) , 
7. 90 (d. J=8. 5Hz, 2H) , 8. 58 (d, J=4. 9Hz. 1 H) 
M«5}#fM (FD-MS. m/z) :4 0 3 (M"*") 

{4- [(6. 7 -y/ h^y-A-^J ')Jl) t^-y] y^-Jl) (y 
^U) (3 9) 

4-^'Da-6. 7-v?y h + v/+yu > (9 Img) tTfJiSD°D©4 - 1 Ku 



+ > (2 4 3mg) ^S^L^ 1 8 0 W 3 0 5JFa1Jti$ L ^ 

lEm^^llite«Sj3 1 <i:I^1io:^j£T'i|iMt-5C<h{cJ:»). ^jSO{b^^3 8 
mg, JR^2 4%-e?l/::o 

•^H-NMR (CDC 1 3. 9 OMH2) : <5 4. 0 3 (s. 3 H) . 4. 0 
5 (s. 3H) , 6. 66 (d. J=5. 3Hz. 1 H) , 7. 3 1-7. 99 
(m. IIH), 8. 57 (d. J = 5. 3Hz. 1 H) 
(FD-MS. m/z) :38 5 (M"^) 

mmm4 4 m^m) 

3. 5->?y h^^y/ 

7-bh-h';;I/ (20 0ml) JCrfJiRa©;t;U'>y-;U (5. 77g) 
■^^^ i>/^jimm (8. 4 7ml) tmWtiJ'J^yj. (12. 3 g) ^}!)n;tT> 
2 . 5 mmsm l fco RJcJzS^^JI^tKtKJc* d d ^UAT':^-®^^ i^oa 

-x-mmt^ztiz^t)^ m.m<Dit'^mt:5. o 4 gx jr^8 2%Tj#yio 

^H-NMR (CDClq. 5OOMH2) :52. 30 (s, 3H) , 
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3. 76 (s. 6H). 6. 30 (s. IH). 6. 37 (s, 2H) 

iSTKxh^b Ka:77> (1 Om 1) {r|l!fe^J 4 4 T'^^ 3. V^i/ 
h-'Ui> (1. 0 0 g) ^^«?L. gfg^fflmT-4 5"X:*mBSD°n©2. 5M® 
n-y^;^»Jf•'^A-'^+■t^>^?& (2. GOml) ^Sn;i/::^> 3 O^JP^tUi^ 
L/Co Efc. miSD°a©4 h + v^OV'f D »J K (1. 2 3 g) h5 
tKn7^> (10ml) KmmL^ - A bX^X^^ ^ < K>lB^f-^o l^F^MiS 

(5/1) TJg|§t-5:^';:'^y"JU;^77A^DT -T^iS^tac 
i{wJ;t)^ ^©-fb^^S 8 4mg^ JR¥2 O^T^Ifco 

^H-NMR (CDC 1 g. 5 0 OMHz) : 5 2. 4 0 (s. 3 H) . 3. 
69 (s. 6H), 3. 85(s, 3H). 6. 43 (s, 2H), 6. 89 
(d, J=9. 2Hz. 2H). 7. 82 (d. J=9. 2Hz, 2 H) 

2. e-S^t: Kp^^-4->/^;U7x^;U 4-b Ko^'>7x^;I/ 

«S7kti<l:y^l/> (lOml) lw||Jfe^4 5T?tfc2, 6-i^y h + >'-4- 
>^;U7x-;U 4-^ h + ->:7x^;U >y h > (3 2 1 mg) ^^j^L. ^K?^ 
^t^miSiao h 'J > (349ml) ^i0-o< 0 Jn;tfc^^ MSif'T— Bfe 
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-y -f -T'«S!{1- -5 C i J; «9 . mmoit^i&i^ 8 7 m g . JR$ 6 8 %T-^fco 

^H-NMR (CDC 1 g. 5 0 OMHz) : 6 2. 1 6 (s. 3H) , 6. 
16 (s, 2H) . 6. 79 (d. J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

llife^J4 7 

(2. 6-i^fc Ka^->-4-yf-;U7x^;U) {4- [(6. 7-'J/h^ 
v-4-^yi;;U) (4 2) 

4-:?DD-6. 7--:^y h + '>+y'J> (6 Img) (l:lliS0iJ4 6-eiiy;:2. 
(1 0 Omg) <£--:^if-U>:rij zi-;L/v?y 5^;bx-x;l/ (0. 5 ml) izigm 

1 7 o"t:4^2 o^mmnttio KfLM^^^mmmmyi^mi- k u -^atk^ 
(1 00/1) X'mmtziy')ijYJ\^:f3^^i^^-7hir^y^-\z 

i t) mSi L> mm<Dit^^ 3 2 m g . JR^ 2 7 %T-mfco 

^H-NMR (DMSO. 500MHz) : 
6 2. 18 (s, 3H) , 3. 9 0 (s, 3H) , 3. 9 5 (s. 3H) . 6. 
20 (s, 2H) 6. 68 (d. J=4. 9Hz. 1 H) , 

7. 32 (d. J=9. 2Hz. 2H) . 7. 42 (s. 1 H) . 7. 4 3 (s. 
IH) , 7. 82 (d. J = 8. 6Hz. 2 H) . 

8. 5 4 (d. J =5. 5Hz, 1 H) 

M^tffiil (FD-MS. m/z) :43 2 (M'^ + l) 
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IIWJ4 8 

6. l-'Ji h^'>-4- (4-^ha7j:y^'» 'J > 
4-:5^oo-6. 7-i>V h + ->+y'; > (1. 8 4 g) imSS5a©4--h 
D7iy-;U (3. 4 2g) 1 7 0t:J^T5 O^JPam^Lfco Mfi^T- 

^H-NMR (CDC I 3. 5 OOMHz) : 5 4. 0 1 (s, 3H) . 
4. 0 6 (s, 3H) , 6. 6 9 (d. J =4. GHz. 1 H) . 7. 2 7 (d, 
J=9. IHz. 2H). 7. 37 (s, 1 H) . 7. 47 (s, 1 H) . 8. 
32 (d. J=9. IHz. 2H). 8. 62 (d. J=4. 9Hz. 1 H) 

KS5^«f^i (FD-MS, m/z) :32 6 (M"^) 

^^j4 9 m^m) 

6. 7->?y h + ->-4- (4--hn7iy+» +y U > (1. 0 0 g) 
^N, N--:?y ^;U:^^;UAT ^ K/S^g^i^^U (30inl/15ml) {cr§MU 
1 O^TRKib/^^-^-^A-^jg (69mg) <&jD;ix 7K^;?ffl^TSS{wTl 7 

/::mii7K5SK:H h ij '■j l.-^^mLf^o WS.ymm!^i:L. ^0<b^^7 9 9 
mg. JR^8 8%T-'#fco 

^H-NMR (CD3OD, 5 00MHz) : 54. 00 (s, 3H) , 
4. 00 (s. 3H). 6. 47 (d. J=5. 5Hz, 1 H) , 6. 82 (d. 
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J=8. 6Hz. 2H). 6. 9 6 (d, J=9. 2Hz, 2 H) . 7. 32 
(s. IH). 7. 62 (s. IH), 8. 36 (d. J=5. 5Hz, 1 H) 
®S^#fll (FD-MS. m/z) :296 (M"^) 

N- {4- [ (6. h^->-4-^y U^;U) y j,^M - 

3 - b° U v>' ^ K ( 6 1) 

6. 7-i?y h + ->-4- (4-7^y7xy^» (57mg) i 

rfJi5D'a©-3^>^ (3 7mg) <£-N. N- f-;U5f^;l/AT ? K (2ml) Ic 
^»Lfc^. 1 -x5^;U- 3 - (3' - S>V ^-'I'T ^ y ijJlTid^^ i 

mmm (7 9mg) m.Uizr5mmmwLtio siss^^^-TKig^K 

^SOik^i^?: 4 7 m JR$ 6 1 %T?ifco 

^H-NMR (CDClg. 500 MHz) :54. 05 (s. 3H). 4. 
06 (s. 3H). 6. 49 (d. J=4. 9Hz. 1 H) . 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, IH). 7. 47 (dd. J=4. 9, 
7. 9Hz, IH). 7. 56 (s. 1 H) . 7. 77 (d. J=9. 2Hz. 
IH). 8. 26 (d. J=8. 5Hz. 2H). 8. 49 (d. J = 4. 9H 
z, IH). 8. 79 (d. J=3. 7Hz. 1 H) , 9. 13 (s. 1 H) 

WM^mm (FD-MS, m/z) :40 1 (M"^) 
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N- {4- [ (6. 7-'>V h^'>-4-^y'J^>>U) 7x^;U} - 

(3. 4-'>'y h^i/yj^^Jl) t!Jlyi(^V-i K (6 2) 

6. 7-v?y h + >-4- (4-T5 y^jcy^^) +y 'J > (5 6mg) <h 
mSRa©3. 4-v?y h + >$mSi! (6 0mg) <&N. N->?yf-;U*;l.ixT 
^K(2ml) izmmu l-if-^U-S- (3' -v=;'5^;UT^ y fJb) 

^ ymmm (8 img) ^m^. m^^izx2 2v^!^^mLfzo sies 
(10/1) r-m^tzi^^jij^Ji^ij^i^i^tirrhir^y^-iz^fommu m. 

UOit^^ 7 m g . 8 

^H-NMR (CDC 1 3. 5 00MHz) : 5 3. 8 7 (s, 3 H) . 3. 
87 (s. 3H) . 4. 06 (s. 3 H) . 4. 07 (s. 3H) . 6. 48 

(d. J=5. 5Hz, IH). 6. 63 (d, J=8. 5Hz. 2H). 7. 
18 (d. J = 9. 2Hz. 2H). 7. 34 (m. 2H). 7. 43 (s. 1 
H) . 7. 55 (s. IH). 7. 57 (s, 1 H) , 7, 76 (d. J=8. 
6Hz. 2H). 8. 48 (d, J = 5. 5Hz. 1 H) 

®»^#rft (FD-MS. m/z) :4 60 (M"^) 

N- (4- [ (6. 7-'>V h^'>-4-^y U^jU) ;j-^'>] ^jl^^U} - 
□^^-»>;^;U;K^-t^; K (6 3) 

6, 1-V>^ h + ->-4- (4-7$y7iy+v/) +y 'J> (52mg) i 
mKn'?.©i>^o'\+-9->*;UjK>'i? (4 6mg) ^N. N- i?^ f-^U;f.;l/AT ^ 
K(2ml) H^jSU l-if-;u-3- (3' - s^;' ^>'l'7 ^ y :/d f;U) ^ 
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ji^ti^^i mmm (8 4mg) ^^ta^. muKr2 2mmmwLtzW:. mmm 

^H-NMR (CDC 1 g. 5 0 0MH2) : 5 1. 3 0 (m. 2H) , 1. 
5 6 (m, 2H) . 1. 7 3 (m. 2H) , 1. 8 5 (m. 2 H) . 1. 9 7 
(m. 2H) . 2. 26 (m, 1 H) . 4. 05 (s, 3 H) . 4. 05 (s. 
3H). 6. 43 (d. J = 5. 5Hz. 1 H) . 7. 14 (d. J = 8. 5H 
z. 2H), 7. 36(s. IH). 7. 42 (s. IH). 7. 55 (s. 1 
H) , 7. 63 (d. J=8. 5Hz. 2 H) . 8. 47 (d, J=5. 5Hz. 
IH) 

Wm^mm (FD-MS. m/z) :4 06 (M"*") 
l|]%^5 3 

N- {4- [ (6. l-'J^ h^'>-4-^y 'J^;U) Hr^'y'^ - 
2-75>;<7;U.-K^-»^ K (6 4) 

6. 7- vy h + >-4- (4-T^ y 7jiy + v/) +y U > (5 5mg) i 
miSiS©2-7^>*;U;i{>K (3 2mg) ^N, N - ^;U:fx;l/A7 ^ K 
(2ml) ^c^ji¥L^ l-i^>»U-3- (3' - '>'y ^;UT ^ y h';U) 

'K-:?'!' ^ Y^imM (9 img) ^mpi.. ^£{cT2 2nfiimwLfz'!^^ mm^ 

I tmmm^^z.X'^xm'^L^ ^©il:^^3 5mg. JK^4 8%T-?#feo 

^H-NMR (CDC 1 g. 5 OOMHz) : 5 4. 0 4 (s. 3 H) , 
4. 0 5 (s. 3H) , 6. 4 9 (d, J=4. 9 Hz. 1 H) . 6. 5 7 (d 
d. J=l. 8. 8. 7Hz. IH). 7. 20 (d, J=8. 6Hz, 2H) . 
7. 28 (d. J=7. 9Hz, 1 H) . 7. 42 (s. 1 H) . 7. 5 1 (s. 
IH), 7. 56 (s. IH). 7. 77 (d, J=9. 2Hz. 2H) . 8. 
35 (s. IH). 8. 49 (d, J=5. 5Hz. 1 H) 
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ea^Jtffft (FD-MS. m/z) :39 0 (M"^) 

N- {4- [ (6> 1 -'J/ Y^'y-A-^J ')^)\^) :t^->] 7x;^;U} - 
3-^;f7x>:^;l/»'4^1f^ K (6 5) 

6. 7-i^^ h + >>-4- (4-7^y7iy + -/) +y 'j > (5 4mg) <b 
rt3|Rao3-^:t7i>:*;U;i^>^ (4 4mg) ^N. N - -^'y ^;U*;bA7 ^ 
K (2ml) \zmmL^ l-i^;U-3- (3* - f-^UT ^ y t';U) -h 
jutti^^ i [^mm^ (8 2mg) MiSJcTS mPaliti^ L/c^. nm^J 

5 1 tmm(QWimzX'^rm^u ^oit^^A i mg. jr^s 5%T''#fco 

^ H-NMR (CDClg, 500 MHz) : 5 4. 02 (s. 3H), 4. 

04 (s. 3H). 6. 46 (d, J=5. 5Hz. 1 H) . 7. 17 (d. J 
= 8. 6Hz. 2H). 7. 38 (m, IH). 7. 55 (d. J=l. 2Hz. 
IH). 7. 56 (s. IH), 7. 73 (d. J=8. 6Hz. 2 H) . 8. 

05 (dd. J = l. 2, 3. IHz. 1 H) , 8. 37 (s. 1 H) , 8. 4 
7 (d. J = 5. 5Hz, IH) 

nA^VrB. (FD-MS. m/z) : 4 0 6 (M"^) 

^^J5 5 

N- {4- [(6, 7 - 'J/ ')^Jl) 7jl^;U} - 

(4--ho7a:^;l/) K (6 6) 

6. 7-v?y h^i/-4- (4-7$y7xy + » +y'j> (llOmg) 
irU|Ra©4-- hD^m#K (lOOmg) ^N, N - ^;U*;UAT ^ K 
(4ml) {c^jSU l-xf-;U-3- (3* -C^y^-'UT^ y:/of;U) 
*'S>'^ ^ Vmi^ (1 7 6mg) ^Jd^. M^(CT2 2 iSf f^il^ L fc^. HffiM 
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•"■H-NMR (DMSO-dg. 5 0 0MHz) : 53. 94 (s, 3H) . 
3. 95 (s. 3H). 6. 49 (d. J=5. 5Hz, 1 H) , 7. 29 (d. 
J = 9. 2Hz. 2H). 7. 39 (s. 1 H) . 7. 52 (s. 1 H) . 7. 
93 (d. J=9. 2H2, 2H), 8. 21 (d, J=8. 6Hz, 2H), 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J = 5. 5Hz. 1 H) 
. 1 0. 7 (s. IH) 

®S^>^ffi (FD-MS, m/z) :44 5 (M"*") 

mmm5 e 

N- (4- [ (6, 7-'J:f 'J ;f^->] 7a:~>>U} - 

(N, N-vV^;U7$ y 7a:-;t/) :<7;l/;K4^»^ K (6 7) 

6. h^'>-4- U-7iyy^y^'» (51mg) t 

mBSD°p©4-->V^;UT^y$m#K (4 4mg) ^N. N- ^;l,.-i^;bA7 
5 K (2ml) izmmU l-i^;U-3- (3* -'J / 'f-JlT I yfa t'Jl) 

*;u+:>?>r ^ KJ^i?Jg (8 3mg) ^snx.> ^Sf-ri ei^raiatJ^Lfc^. 

^H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 0 6 (s. 6H) , 
4. 05 (s. 3H), 4. 06 (s, 3H) . 6. 48 (d, J=4. 9Hz, 

IH). 6. 71 (d. J=8. 6Hz. 2 H) . 7, 17 (d, J=8. 5H 

z, 2H) . 7. 44 (s. IH) . 7. 5 7 (s. 1 H) . 7. 74 (d, J 

= 8. 5Hz, 2H). 7. 81 (d, J=9. 2Hz. 2H). 7. 94 (s. 
IH) . 8. 4 9 (d, J =5. 5Hz. 1 H) 

^M^mm (FD-MS. m/z) : 4 4 3 (M^) 
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mmm57 

N- {4- [(6. 7-v/ h^->- 4 -^y ^^'>3 y^~Jl} - 
(4-7-fe^;b7ji-;u) tiJi^t'^-^i K (6 8) 
6. 7--:^>^ h + ->-4- (4-T$ y ^j^y^^) +y 'J > (5 4mg) t 
W!RS,<OA-T-i:^)l^^MM (46mg) ^N. N - 7 $ K 

(2ml) izmmU l-x^;U-3- (3' - f-^UT ^ 7 h°;U) 

(8 7mg) <£:jD;i> MSlwT2 2l^PBm}$Lfc^x HJS^J 
5 0<!:I^^O^mc<koT)^^L> ^S©^b^<&4 3mg. itX$5 3 %T^i/■Co 

^H-NMR (DMSO-d g. 500 MHz) : 6 2. 66 (s. 3H). 
3. 94 (s. 3H), 3. 95 (s. 3 H) . 6. 4 8 (d. J=4. 9Hz, 
1 H) . 7. 2 8 (d. J = 9. 2H 2, 2 H) , 7. 3 9 (s. 1 H) , 7. 
52 (s, IH). 7. 94 (d. J=9. 2Hz. 2H). 8. 10 (m, 4 
H) . 8. 48 (d, J=5. 5Hz, 1 H) . 10. 6 (s. 1 H) 
Sfir^^ffi (FD-MS, m/z) :4 4 2 (M"^) 



mis&m5 8 

N- {4- [ (6. 7-':>y h^->-4-^y'J.^;u) y:cs^j\.} - 

iA--:r^)ly tpy^^^-^l K (6 9) 

6. 7-->V h + v-4- (4-T^ y (5 4mg) t 

mflRa0 4-yf'JU^mSK (5 4mg) ^N. N--:?y^;l/;i-wUA7^ K (2 
ml) Ic^jiPU l-x^;l/-3- (3* -'J^f-)l7lJ-fu\£)U) fjjU7f.i; 
^ \ Ki^K:^ (8 5mg) ^1^^. ^SJCT 2 2 ^F^ltJ^ Lfc^> ^fi^jS 1 1 
Wmom^X^^-^xmkU ^S©<l:^i^^6 5mg> JR^7 8%T-?|fco 

^H-NMR (CDCI3. 500 MHz) idO. 95 (t, J=7. 3H 
z. 3H). 1. 3 8 (m. 2H). 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. OHz. 2H). 4. 05 (s. 3H). 4. 06 (s, 3H). 6. 4 
8 (d, J=5. 5Hz. IH). 7. 19 (d, J=9. 2Hz, 2 H) . 7. 
30 (d. J = 8. 6Hz. 2H). 7. 42 (s. 1 H) . 7. 57 (s. 1 
H) . 7. 75 (d, J=8. 6Hz. 2H), 7. 82 (d. J=8. 6Hz. 
2H) , 8. 03 (s, IH), 8. 49 (d. J=5. 5Hz, 1 H) 
Sfi53-WII (FD-MS. m/z) :45 6 (M"*") 

IIJfe«»J 5 9 

N- {4- [ (6, 7-v?y U-^b) ;r^->3 7jc-Jb} - 

(4-T$y 7x.:^;l/) K (7 0) 

{4- [(6, 7--:>y h+v/-4-+yu->'U) 7jc-;u} (4- 

-hn7iJi;l/) *;l/.-K+-tf-^ K (lOOmg) ^N, N-^:^ / ^Jl^.)UAT i 
Y/mk:s-^)l (9ml /5ml) {c^jJPU 1 0 v^-^ A-^^ (6 9m 
g) ^JO;i. 7k5ll^ffl^T^S{wT2 2l^ra11t}^L^o h^fflV^ 

^8 5mg, JK^9 l%X'Wtio 

^H-NMR (DMSO-d g. 500MHz) : 6 3. 94 (s. 3H), 
3. 95 (s. 3H). 5. 75 (b r s. 2H). 6. 46 (d. J=4. 9 
Hz. IH). 6. 61 (d. J=8. 6Hz. 2H) . 7. 22 (d, J=9. 
2 Hz, 2H) . 7. 3 9 (s. IH) . 7. 5 2 (s, 1 H) , 7. 7 3 (d, 
J=8, 5Hz. 2H) . 7. 8 9 (d. J=9. 2Hz. 2 H) . 8. 46 
(d. J=5. 5Hz. IH). 9. 90 (s. 1 H) 
Sfi^^M (FD-MS, m/z) :415 (M"*") 
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N- {4- [(6. 7 - 'J/ h^>- *)^Jl) - 

6. 7-vfy h + ->-4- y 7jLy + v) 'J > (5 3mg) t 

rf3!E5S©'r V-3f->K (4 5mg) ^N. N- / 'f-Jlt^Jl^M.T i K (2ml) 

\:immu i-i^^^b-s- (3* ->'>/f-Ji'T^ y T'Dt'^u) ^^u.-Ki^v^ k 
mmm. (9 8mg) ^ijD^. m^i^re 2^fmwLfz'ik. nrnms i tmmo 
mmzji-^zm^L. ^so'fb^*^^2 2mg. urns irox-mf^o 

^H-NMR (DMSO-dg. 500MHz) -.6 3. 94 (s. 3H), 
3. 96 (s, 3H), 6. 48 (d, J=5. 5Hz. 1 H) . 7. 29 (d. 
J=9. 2Hz. 2H) . 7. 39 (s. 1 H) . 7. 52 (s. 1 H) . 7. 
88 (d. J=4. 3Hz. 2H). 7. 92 (d. J=8. 5Hz. 2 H) . 
8. 48 (d. J=4. 9Hz. IH). 8. 80 (d. J=4. 3Hz. 2H) 
, 10. 6 (s. IH) 

M*^i^<g (FD-MS. m/z) :40 1 (M"^) 

mmmei 

N- {4- [(6. 7-S^y h^'>-4-^yU^>>U) ;^^'>] - 
2-^;t7xy^;U;i<^if$ K (7 2) 

6, 7->^y h + i/-4- (4-7i y 7iy + i/) ^y 'J > (5 Omg) i 
rfJSga®2-^;r7x>^;l/:K>K (4 6mg) ^N. N - ^;U*;UAT ^ 
K (2ml) JC^ISU l-i5^>'U-3- (3' - i^y f-;l/7 y f;!/) ^ 

ji^^^i^^ i h'mmm o 9mg) =^mA.. msiwTs 2^p^iKi^L/i^> uss^j 

5 1<t|5l^0gim::J;oT*tMU ^®^b^«!l^3 7mg. JR^5 4%T'^fco 
^H-NMR (CDCln. 500 MHz) : 6 4. 02 (s. 3H), 
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4. 04 (s. 3H). 6. 46 (d. J=5. 5Hz. 1 H) , 7. 11 (m. 
IH). 7. 17 (d. J = 8. 6Hz. 2 H) , 7. 40 (s. IH). 
7. 55 (m, IH). 7. 56 (s. IH). 7. 73 (d. J=8. 5Hz. 
2H), 7. 7 3 (m. 1 H) . 8. 3 8 (s. 1 H) . 8. 4 8 (d. J = 
4. 9H2. IH) 
MM^mm (FD-MS. m/z) : 40 6 (M"*") 

N- {4- [ (6. 7-v^V h4^v-4-4^y U.:^;!/) Tj-^i/l - 
4-lf7x-;U:»;l.4^'4^1j-^ K (7 3) 

6, (4-7^ y^i^^^) > (5 2mg) ^ 

h <jxf-;U7^ >/^i<ty^U> (3inl/2ml) (CSSL^ mign°p©t'7x 
^Jl^ijJlt^^mi^a^) K (8 0mg) ^JDX.^ Mza{wT2 5NpF^ijli^L/ro 

-fb^^^rgmg^ JR$1 0%-e?§y;:o 

^H-NMR (DMSO-dg. 50 0MHz) : 53. 95 (s, 3 H) . 
3. 95 (s. 3H). 6. 48 (d, J = 5. 5Hz. 1 H) . 7. 28 (d. 
J=9. 2Hz. 2H) . 7. 40 (s. 1 H) . 7. 43 (t. J=7. 3H 
z. IH). 7. 50-7. 53 (m, 3H) . 7. 77 (d, J=7. 3Hz, 
2H) , 7. 8 5 (d. J =8. 6H z. 2 H) . 7. 9 6 (m. 2H) . 
8. 08 (d. J=8. 5Hz, 2H). 8. 48 (d. J=4. 9Hz. 1 H) 
. 10. 4 (s. IH) 
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mm^Vrm CFD-MS. m/z) : 4 7 6 (M"^) 

mmme 3 

N- {4- [ (6. h^i/-4-^y'J->'l^) ;r^->] y j^^M - 

h4v7x-;U) tiAt^^^i K (7 4) 

6. 7--:^y h^'>-4- (4-7$y7xy + '» +y U> (5 2mg) ^ 
hUxf-;l,T$ >/Jg{b-/f-U> (3ml/2ml) (cSSSU rUISa©4-:/ 
h^iy^MMmi^ n U K (0. 0 7ml) ^]!JD^. ^S{rT3 O^mmWLiz^. 

mmm 62 1 mmomm^ «t o rmsj l> mmoit^m^ 34mg. iR$4i% 

^H-NMR (CDClg. 5 00MHz) : 5 0. 99 (t. J=7. 3H 
z. 3H) . 1. 5 2 (m. 2 H) . 1. 8 0 (m. 2H) . 4. 0 3 (m. 2 
H) , 4, 04 (s. 3H). 4. 05 (s. 3H) . 6. 47 (d. J=4. 
9Hz, IH). 6. 95 (d, J=9. 2Hz, 2H). 7. 18 (d. J = 
9. 2Hz, 2H). 7. 46 (s. 1 H) . 7. 57 (s, 1 H) , 7. 74 
(d. J=9. 2Hz. 2H) . 7. 86 (d. J=9. 2Hz. 2 H) . 8. 
10 (s, IH) . 8. 49 (d. J=4. 9Hz, 1 H) 
efi55-«f^t (FD-MS, m/z) :4 72 (M"*") 

N- {4- [ (6. l-i^^ h^jy-A-^J *)-Jl) yx.-Jl} - 

(4-yp^7x-;U) tiJlrti^^i K (7 5) 

6. 7 -'J/ h^'>-4- (4-T^ y ^xy + i/) > (5 2mg) <»: 

TUiRacD4-:/o^-^mS» (7 8mg) ^N. N-i^^^^U^^UAT ^ K (2 
ml) {c^»U l-xf-.'l'-S- (3* -v'^^^^Ur^ y^at°;l/) ;^;Ut:'>' 



wo 97/17329 



81 



PCT/JP96/(a229 



^ i vmm^ (1 0 2mg) ^sd^> ggiwTi immmwitz'^. mmms i 

^H-NMR (CDC 1 g. 5 0 OMHz) : 5 4. 0 7 (s, 3 H) , 4. 
07 (s. 3H) . 6. 53 (d. J=5. 5Hz, 1 H) . 7. 22 (d. J 
= 9. 2Hz. 2H), 7. 37 (s. 1 H) . 7. 50 (s. 1 H) . 7: 6 
2 (s, IH). 7. 65 (d. J = 8. 6Hz, 2H). 7. 84 (d, J = 
8. 6Hz. 2H), 7. 86 (d, J=8. 6Hz. 2H). 8. 41 (d. 
J = 5. 5Hz, IH) 
S«:^tff*t (FD-MS. m/z) : 4 7 8 (M"^) , 4 8 0 (M''' + 2) 

C 

ll%^J6 5 

N- {4- [ (6, 7-1^/ h^->-4-^y'J->'U) ;t^'>] y jl-jI} - 
i4-/ h^i/^;l/.-jC-;l/7x~;U) tJl^^^-^i K (7 6) 
6, 7-:^/ h^i/-4- (4-Ti y^xy + i/) +y U > (1 OOmg) 
tf^mShO^^ /i-jlf-lyy^jm (130mg) ^N. N - i>V 5^;b*;l/AT 
$ K (4ml) l-xf-;l/-3- (3* - 'J / i-Jl7 i yzfa t'Jl) 

ijjvt:z^-f i h'mtm (2 2 7mg) ^fifcTi smmmnifz^^. m 
mm5 1 trnmomm^^-^rmmu mm<Dit^!&}^9 9mg. jr^6 4%-e 

^H-NMR (CDC 1 3. 5 0 OMHz) : 6 3. 9 8 (s. 3 H) . 4. 
06 (s. 3H). 4. 06 (s. 3 H) . 6. 49 (d. J=4. 9Hz. 1 
H) , 7. 22 (d. J=9. 2Hz, 2H) . 7. 43 (s, 1 H) , 
7. 56 (s. IH). 7. 76 (d. J=9. 2Hz. 2H) . 7. 97 (d, 
J =8. 6 Hz. 2H) . 8. 1 8 (d. J =8. 6 Hz. 2 H) . 8. 4 9 
(d. J=5. 5Hz. IH) 
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mS^ffi^ji (FD-MS. m/z) :4 5 8 (M+) 

N- {4- [(6. 7--:^/ h^'>-4-^y ')^Jl') ^i-^jy'] 7x^;l^} - 
2-t°^) iy>ijJl:i(^-*)-i K (7 7) 

6, 7-S^^ h + ->-4- (4-7^y7iy + » > (5 Omg) t 

mSRD'SoenU (4 2mg) ^N, N-i? :^ i-)lt^Jll<T i K (2ml) 
^»L> l-x^;U-3- (3' f-;l/7^ yT/oh'JU) = Kii 

(1 2 3mg) ^rm. ^.^1^X1 Q^mmWLtz'ik. IIWJ5 1 il^^© 
i o TfgSSj L> mm<Dit^<^^ 3 8 m g. JR^ 5 6 %T^|^o 
^H-NMR(CDCl2. 500 MHz) : 6 4. 06 (s. 3H). 4. 
06 (s. 3H). 6. 49 (d. J=5. 5Hz. IH). 7. 23 (d. J 
= 8. 6Hz. 2H), 7. 43 (s. 1 H) . 7. 5 1 (m, 1 H) . 7. 5 
8 (s. IH) . 7. 8 9 (d. J =9. 2 Hz, 2 H) . 7. 9 4 (m, 1 H) 
. 8. 33 (d, J=8. OHz. 1 H) . 8. 50 (d, J=5, 5Hz, 1 
H) . 8. 64 (dd. J = l. 8. 4. 9Hz. 1 H) 
(FD-MS. m/z) :401 (M"^) 

mmm67 

N- {4- [ (6. 7-vV h^'>-4-^y'j^>>b) ^^'>] - 
(4-fc Ko^v/^;l/>-K^;b7x:iJU) ^Jl^^jt^-^i K (78) 
{4- [ (6, 7-v;y h^i^-4-^>f ')-Jl) ;^+->] yjL-M - (4 
h + i/^^b^'-^l/^i-;!/) ^ b'^/^J-Jl (3ml) {;:^J|? 

U 3 3%7kBS{l:;<7';'t^A7K^«E (1. 5ml) MfiTr 2 mrKitJ^ L fco 
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^H-NMR (DMSO-dg, 500MHz) : 63. 93 (s, 3 H) . 
3. 94 (s. 3H). 6. 47 (d. J = 5. 5Hz. 1 H) . 7. 28 (d. 
J^9. 2Hz. 2H). 7. 39 (s. 1 H) . 7. 51 (s. IH). 7. 
9 2 (d. J =9. 2Hz. 2H) . 8. 0 7 (m, 4H) . 8. 4 7 (d. J 
= 5. 5Hz, IH) . 10. 5 (s, IH) 
SS^^tfrffl (FD-MS. m/z) :44 4 (M"^) 

IIM«aj6 8 

N- (4- [ (6. 7 -'J/ h4^'>-4-^y'J-;b) ;^4^->] - 
'yi7a^>^>:fjjl7i(^^i K (7 9) 

6. 7-v?y h + '>-4- (4-T^y7iy^-» +y'J> (5 3mg) t 
rfiBKD^©i/^nA^>:^>^;U;K>K (6 6mg) ^N, N- f-^U^^UAT ' 
K (2ml) izMf^l^ l-xf-;l'-3- (3' - / i-Jl7 i ^ •:fu i^jl) 

ji^t'i^^ 5 K^Kig (1 1 omg) ^jn^, MSJcTi immmwitz^. mm 

^H-NMR (CDC 1 3. 5 0 0MHz) : <5 1. 6 4 (m. 2 H) . 
1. 8 1 (m. 2H), 1. 9 1 (m, 4H) . 2. 7 5 (m. 1 H) . 
4. 04 (s, 3H). 4. 04 (s, 3H) . 6. 44 (d. J=4. 9Hz. 
IH). 7. 13 (d. J=9. 2Hz. 2H). 7. 45 (s, 1 H) . 7. 
55 (m, IH) . 7, 65 (d. J=8. 6Hz. 2H) . 8. 47 (d. J 
= 5. 5Hz. IH) , 
®fi3^#f«l (FD-MS. m/z) :3 9 2 (M"^) 
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^^J6 9 

N- {4- [ (6. hc|r'>-4-^y'J-;U) ;j-^'>] 7x-;b} - 

7y-7>:$^>tjjl7t<^-i)-i K (8 1) 

6. 7 -'J/ h + v/-4- (4-7$y7xy + -» +y U> (Slmg) t 
rfJ|SS©T^^-7>:J'>:^;U^'>K (1 lOmg) ^-N, N- v^^ f-;^;^-^;^/^7 ^ 
K (2ml) izmmU l-x5^;b-3- (3* - 5^;U7 ^ y T^o ij 

jit'if^ i h'^mm (1 0 7mg) ^MA.. m^KTi smramwLfz^^. mm 

■^H-NMR (CDC 1 g. 5 OOMHz) '.6 1. 8 2 (m. 6H) . 
2. 0 0 (m. 6H) , 2. 1 3 (m. 3H) . 4. 0 5 (s. 3H) , 
4. 05 (s. 3H). 6. 44 (d. J=4. 9Hz. 1 H) . 7. 15 (d, 
J = 9. 2 Hz, 2H) . 7. 4 2 (s. I H) . 7. 5 5 (m. 1 H) . 7. 
64 (d. J=9. 2Hz. 2H). 8. 46 (d. J=4. 9Hz. 1 H) , 
(FD-MS. m/z) :45 8 (M"^) 

^^J7 0 

N- {4- [ (6. 7-v?y h4^v/-4-^y';->>U) ;i-4^->] 7x-;U} - 
(4-7-fe h^'>7x-;l/) K (8 0) 

6. l-'J/ h + ^>-4- (4-7^ y > (l l Omg) 

<i:milRo°D©4-7-b h+>'^.i.#ift (2 0 7mg) ^N, - 'J ^ f- Jlrt. )IJ^7 
^ K (6m 1) {c/§)gL> l-xf-;l,-3- (3' - 5^;U7 ^ y h";!/) 
/7;U;Kv^-r ^ KieK:^ (2 2 3mg) ^Jn;i> MSJCT7l^r^ati$Ly::^. HJfe 
««J 5 1 i l^:^©aif^{w J; o TfSlSi L> ^<D{t^m^ 1 2 3 m g. iR^ 7 2 
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■^H-NMR (CDC 1 3. 5 0 OMHz) .6 2. 3 5 (s. 3H) , 4, 
06 (s. 3H), 4. 06 (s. 3H). 6. 49 (d. J=4. 9Hz. 1 
H) . 7. 21 (d, J=9. 2Hz. 2H) . 7. 25 (d. J=9. IH2. 
2H). 7. 43 (s. IH), 7. 56 (s. 1 H) . 7. 73 (d, J=9. 
2Hz. 2H) . 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz. 2H) 
. 8. 5 0 (d. J =5. 5H 2. IH) . 
M«:^tlTM (FD-MS. m/z) :45 8 (M"^) 

mmi 1 

N- {4- [ (6. 7-f/V h^'>-4-^y'J-jU) ;t-4-->] 7x->>b} - 
2- (6-y4? ^^v/:^7f•;l/) K (8 2) 

6. 7-i?y h + '>-4- (4 -T = y + +y >J > (5 Img) t 
mBSn'aoe-T-fe h + ->-2-:>-7 hiM (1 2 Img) ^N. N-i;^V^;U+^ 
;UAT^ K (2ml) IC^»U l-x^;l.-3- (3' - ^;UT $ y 
f;!.) ^ Kigl?:! (1 2 4mg) ^jD;i. MStcri ZmHtmLfz 

^> ^«>»J5 1iig«0^mcJ;oT^fS5!U SSO{b^ife^6 6mg, JR$7 
5%■e^ifco 

^H-NMR (DMSO-dg, 5 0 OMHz) : <5 2. 3 8 (s. 3 H) , 
4. 03 (s. 3H). 4. 05 (s. 3H) . 6. 49 (d. J = 5. 5Hz. 
IH). 7. 20 (d. J=9. 2Hz. 2H) , 7. 30 (dd. J=2. 4. 
9. 2Hz. IH) . 7, 42 (s. 1 H) . 7. 5 7 (m. 1 H) . 7. 6 1 
(d. J=l. 8Hz. IH). 7. 81 (d. J=9. 2Hz. 2H). 7. 
8iS (d. J =8. 6Hz, IH) . 7. 8 9 (d. J = 9. 2 Hz, 1 H) , 
7. 94 (d. J = 8. 6Hz. 1 H) . 8. 3 8 (s. 1 H) , 8. 4 9 (d. 
J=4. 9Hz. IH) 
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M^tffffi (FD-MS. m/z) :50 8 (M ) 

N- {4- [ (6. 7-i>^ ^^'y] 7ji-;U} - 

(4 -b Ko^->7jl->>U) ij Jl^yi-:^-f i K (8 3) 

N- {4- [ (6. 7 -'J/ h + ->-4-+y ^t+v'] y^-Jl^} - 

(4-7-lr h + f^^iJii;!/) ^^b^^'+IJ-^ K (1 0 3mg) =^/^J-Jl (4in 
1 ) l^mmU 3 5%7ki?^b^ U "^AtK;^?^ (2ni I ) ^•3!in;tx gST5B#rBl}i 

^H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s. 3H). 6. 46 (d. J=4. 9Hz. 1 H) . 6. 87 (d. 
J=8. 5Hz. 2H), 7. 24 (d. J=9. 2Hz. 2H). 7. 39 

(s. IH). 7. 52 (s. IH), 7. 87 (d. J=8. 6Hz. 2H) . 
7. 90 (d. J = 9. 2Hz, 2H) , 8. 4 7 (d. J=5. 5Hz. 1 H) 
. 1 0. 1 (s, IH) 

K«^^T«t (FD -MS. m/z) :417 (M"''+1) 

N- {4- [(6. h^>>-4-^y'J-;U) ;j-^'>] •7x^;b} - 

2- (6-b Ko^'>:>-7f-;l^) K (8 4) 

N- {4- C (6. 7-^V h + e/-4-+y U-;U) 7xJi;U} - 

2- (6-7-b h + i/:^7^>^^) K (4 7mg) <£-y^y-;l/(4 

m 1 ) imm u 35 %ymitij u -^7 atk^^^ (2ml) ^»D;i. 5 mm 



wo 97/17329 PCT/JP96/03229 

8 7 

urns 6%X'mzo 

^H-NMR (DMSO-dg. 5 0 0MHz) :53. 95 (s. 3H), 
3. 95 (s. 3H). 6. 49 (d. J=4. 9Hz. 1 H) . 7. 18 (m, 
IH). 7. 20 (s. IH). 7. 27 (d. J=8. 6Hz. 2H). 
7. 39 (s. IH). 7. 53 (s. 1 H) . 7. 80 (d. J=8. 5Hz. 
IH) . 7. 9 2-7. 9 8 (m. 4H) . 8. 4 7-8. 4 8 (m. 2H) . 
10. 0 (b r s. IH) . 1 0. 4 (s. 1 H) 

(FD-MS. m/z) :4 67 (M'^+l). 

N- (4-y h^->7x->>U) -N^ - {4- C (6. 

U-;!/) ir^i/^ -^ixy (4 3) 

6, l-'Ji Y^'y-A- (4-7$y7xy + >') U> (5 3mg) ^ 
H;Ui> (3ml) jcM7§»¥L^^. 4-y h + •>7 x Ji;U>f v i>T^- h 
(0. 2ml)<£-tl;t^ 3 O^JP^Sni&jigKLfco tFftilLT^/riiga^iaBRU h 
>'l'Ji>-ei5fe^t-5CilcJ;t)^O^b^^5 4mg. JR$6 8%-e^fco 

^H-NMR (DMSO-dg. 5 0 OMHz) : 5 3. 7 2 (s. 3 H) . 
3. 94 (s. 3H). 3. 95 (s, 3H) . 6. 44 (d, J = 4. 9Hz, 
IH). 6. 87 (d. J=8. 5Hz. 2 H) . 7. 19 (d. J = 9. 2H 
z. 2H) . 7. 37 (d, J=8. 5Hz. 2H) . 7. 38 (s. 1 H) , 
7. 5 2 (s. IH) . 7. 5 8 (d. J = 8. 5 Hz, 2 H) . 8. 4 6 (d. 
J = 5. 5Hz. IH). 8. 50 (s. 1 H) . 8. 73 (s. IH) 
SS^tffM (FD-MS, m/z) :44 5 (M"*") 
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N- (4-7;b;^a7x-;U) -N^ - {4- [ (6. h^->-4- 

;j-^'>] 7x^;l/} '^7 1/7 (4 4) 
6. 7--:^^ h + ->-4- (4-7^ y7xy + -» +>"J > (5 4mg) ^ 
h;bi> (3ml) IcM^^Lfc^. 4 - 7;U;4-o 37 x^^U-T V •>7:^- h 

(0. 2ml) 1 o^mfmrnttzo miht-c^tzm^B^m^u h 

■^H-NMR (DMSO-d g. 5 0 OMHz) -.6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d. J=4. 9Hz. IH), 7. 12 (m. 
2H) , 7. 1 9 (m. 2H) . 7. 3 8 (s. 1 H) , 7. 4 7 (m. 2 H) . 
7. 51 (s. IH). 7. 59 (d. J=9. 2Hz. 2 H) . 8. 45 (d, 
J = 5. 5Hz. IH). 8. 72 (s. 1 H) , 8. 79 (s. 1 H) MS 
5J^^(FD-MS, m/z) :4 3 3 (M"*") 

I9fe^«17 6 

N- (4-ya^7x->>U) -N^ - {4- [(6. 7 -'J / h^iy- 4-^ 
J^)x.jl) yj^-M ^1^7 (4 5) 

6. 7-'J/ h + >-4- (4-7$y7xy + » +y'J> (52mg) ^ 
h-'Ux^ (3ml) izmfmmtti'lk. 4-:rD€-7xx;U-<v->7;f-h 
(0. 2ml) ^ta^^ 5 O^P^JtafSysasL^o tfrmUTifcig^^ttlRU h 
-S C <»: J; t) mmoit'^m^ 5 6 m g ^ JR^ 6 4 ^T^^To 

^H-NMR (DMSO-d g. 500 MHz) :<y3. 94 (s, 3H). 
3. 95 (s, 3H). 6. 44 (d. J = 5. 5Hz. IH). 7. 19 (d. 
J=9. 2Hz. 2H). 7. 39 (s. 1 H) . 7. 45 (m. 4H), 7. 
51 (s. IH) . 7. 59 (d. J=9. 2Hz, 2H) . 8. 46 (d. J 
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= 5. 5H2. IH). 8. 86 (s. 1 H) , 8. 86 (s. 1 H) 
Hfi^tffM (FD-MS. m/z) :4 9 3 (M"*") . 4 9 5 (M'^ + 2) 

N- {4-1 (6. h^->-4-^y U-^^t/) ;j-^'>] 7x^;l/} - 

- (4--ha7x->'l/) '>l/7 (46) 
6. h^i/-4- (4-Tiy7xy + '» +y'J > (l 03mg) 

(10ml) iztafmmttz'^s 4-- ho7x-;l/^V'>74^- h 

(3 66mg) eo^miBimmitzo ^thix^fzi^rB'^mmu h 

>T-25fe^f 5 Cttc^tr) ^S0{b^i^^ 1 4 1 m g> JR$ 8 8 %T'^|/co 
^H-NMR (DMSO-dg. 500 MHz) :<53. 94 (s. 3H). 
3. 95 (s. 3H). 6. 45 (d, J=5. 5Hz. 1 H) , 7. 23 (d. 
J=8. 6Hz. 2H), 7. 39 (s. 1 H) . 7. 51 (s. 1 H) . 
7. 62 (d. J=9. 2Hz. 2H). 7. 71 (d. J = 9. 2Hz. 2 H) 
, 8. 20 (d. J=9. 2Hz. 2H), 8. 46 (d. J=5. 5Hz. 1 
H) . 9. 08 (s. IH) . 9. 4 9 (s. 1 H) 
OT^^^i (FD-MS. m/z) :4 60 (M"^) 

mmms 

N- -hi' - {4- [ (6. 7->^y h4->-4-4- 

yj^;!.) ;j-^'>] 7x^;b} ^ VT (4 7) 

6, 7-i>V h + '>-4- (4-7$ y 7xy+'» +y U > (5 Omg) ^ 
h;bx> (3ml) icJn.^^jSt:fc^. 4-zri-)iy v'yT^-v 
(0. 2ml) ^jto^. 2 6^rajDlSb(SifEL/;:o na.+;UA/7-fe h > 

(1 0/1) Tjgggt-Si/';;^;y;l.*7A^Dvh^57^-{cJ;t)fflf55!U ^ 
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m(Dit^^ 3 6 m g> iR^4 5 HX-ntZo 

^H-NMR (CDC 1 3/CD3OD. 5 0 0MHz) : 5 0. 9 3 (m. 
3H) , 1. 3 5 (m. 2H) . 1. 5 7 (m. 2H) . 2. 5 7 (m, 2H) . 
4. 0 6 (s. 3H) . 4. 0 6 (s. 3H) . 6. 4 9 (m. 1 H) . 7. 1 
4 (m. 4H) . 7. 3 3-7. 6 2 (m. 6H) , 8. 3 9 (m. 1 H) 

Kfi^^jfi (FD-MS, m/z) :47 1 (M^) 

N- (4-7^y7^-;U) -N^ - {4- [ (6. 7-'J/ h^'>-4-^ 
;t^->] 'yuT (4 8) 

N- {4- [ (6. 7->?^ h4-->-4-+y 'J ->'!/) ^4-'>] :7j.j:.;U} - 
N* - (4-^ho) 7ji-;U'i7U'7 (lllmg) ^rN. N - >f 
75 K (7ml) {c^Lx 1 0%7m^\^<'7'J^2^-^m (1 0 Omg) «-j!jn 

mmoit^me 6mg. iR^63%-e?#fco 
^H-NMR (DMSO-dg. 500MHz) : 6 3. 94 (s, 3H). 
3. 94 (s, 3H). 4. 74 (b r s. 2H) , 6. 43 (d. J=4. 9 
Hz. IH). 6. 52 (d. J=8. 6Hz. 2H), 7. 08 (d. J=. 
8. 6Hz, 2H). 7. 16 (d. J=9. 2Hz. 2 H) . 7. 38 (s, 
IH). 7. 51 (s, IH). 7. 55 (d. J=9. 2Hz. 2H) , 
8. 14 (s. IH). 8. 45 (d. J=4. 9Hz. 1 H) . 8. 61 (s. 
IH) 

!g«^«fffi (FD-MS. m/z) :4 3 0 (M"^) 
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mmmso 

N- (4-7-bf->>b7x:^;b) -N^ - {4- [(6. 7-'J/ 
^ytj^yb) ;t^->] '^UT (4 9) 

6. T-vy h + '>-4- (4-7iy 7iy + v/) +y 'J > (5 Img) ^ 
h-'l/x^ (3ml) m^^<SLy::^> 4 - 7-fe^;U7 i-^l/'T V ^74^- h 
(210mg) ^Jdx.^ 2 ^S^^' a D;^;l.A/7-fr h > 

(1 0/1) -eMgi-r'5v"J*y;U;!7vA^ov -jcJ;t)J|iS{U ^ 

S©{b^^ 5 0 m g . JR$ 6 4 HX^'^fZo 

^H-NMR (CDClg/CDgOD. 500 MHz) .6 2. 59 (s, 
3H). 4. 07 (s. 3H), 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5Hz. IH). 7. 17 (d. J=8. 5Hz. 2H) . 7. 36 (s. 1 H) 
. 7. 58 (s. IH), 7. 58 (d. J=8. 5Hz, 2 H) . 7. 60 
(d. J = 8. 5Hz. 2H). 7. 94 (d. J=8. 5Hz. 2H). 8. 
40 (d, J = 5. 5Hz. IH) 

(FD-MS, m/z) :4 5 7 (M"^) 

N- {4- [ (6. V-Jl) t^jyl yjL-M - 

- (4-7xy4'>7x-;U) '>l/7 (5 0) 

6. 7->?y h^->-4- (4-7^y 7xy + v) +y U > (5 3ing) ^ 
h;Ui> (3ml) icJnii^j^Ly;:^^ 4-7xy ^v7x^;l/'1' V>7^- h 
(0. 2ml) ^JdX.. 3 03>PaJnMil«ELyio SiS^^ DD;^;bA/'7-fe h > 
(1 0/1) ■vmmtii^')iJYJli3^M.i^u-?hir^y>(-{zj^y)1^^t^ g 

moit^^S: 5 5 m g . JtK^ 6 0 %l^^tio 

^H-NMR (CDC 1 o/CD^OD. 5 00MHz) :d4. 46 (s. 
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3H) . 4. 4 6 (s. 3H) . 6. 5 1 (m. 1 H) , 6. 9 8-7, 62 
(m. 1 5H) , 8. 4 0 (m. IH) 
Kfi5>«TM (FD-MS. m/z) :50 7 (M"^) 

m.mms2 

N- (4--rvyaL°;U7x^;l/) -N^ - {4- [(6. h^y- 
A-^J U^;!/) 7x^;l/} fji/T (5 1) 

6, T-v^^ h + ->-4- (4-7 ^ y 7xy4^-» +y'J > (5 Img) ^ 
(3m 1). {cJn|Ki^»L^^. 4-^V>^nh'>U7x-;b>ryi/T:f- 
h (0. 2ml) ^Jd^. 2 6^P5Snm«i(ELyro o n*;l.A/T-b h 

> (10/1) T'JgK-r-5'>U ;^y>'l/*^A:;'D-7 h^*7:7.f -(cJ;D1fSiU 
^(Oit^m^l Omg. JR^9 O%■e^fy::o 

^H-NMR (CDgOD. 500 MHz) :51. 18 (d. J=6. 7H 
z. 6H) . 2. 82 (m. 1 H) , 3. 97 (s, 3H), 4. 01 (s, 3 
H) , 6. 37 (d. J=5. 5Hz. 1 H) , 7. 04 (d. J=8. 5Hz. 
2H) . 7. 11 (d. J = 8. 5Hz. 2H). 7. 25 (d. J=8. 5H 
z. 2H) . 7. 2 6 (s. 1 H) , 7. 3 8 (s. 1 H) . 7. 4 1 (d. J 
= 9. 2Hz. 2H). 7. 54 (s, 1 H) . 7. 82 (s. 1 H) , 8. 0 
3 (s, IH). 8. 42 (d, J=5. 5Hz. 1 H) 

S«^«f<i (FD-MS. m/z) : 45 7 (M"^) 

N- (4- h U7;l/;i-o;<^^U7x-;l/) -N' - {4- [(6. 7-v?y h 
6, 7-i?y h + i/-4- (4-7$ y ^xy + v') > (5 3mg) ^ 
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hJlJ^y (3ml) iztammmLfzW:. 4- h'J7>'U^ny^;l/7x^;U-rvi/ 

T:^-h (0. 2mi)<£-jD^. lo^muaMS&mifzo mthtr^tzm^B^m 

■"■H-NMR (CDC 1 3, 5 0 OMHz) : 5 4. 0 5 (s, 3H) . 

4. 0 5 (s. 3H) . 6. 5 2 (d, J = 5. 5 Hz, 1 H) . 7. 18 (d. 

J=9. 2Hz. 2H). 7. 36 (s. 1 H) , 7, 56 (s. 1 H) . 

7. 59 (d. J=8. 6Hz. 2H), 7. 62 (d, J=8. 6Hz. 2H) 
. 7. 63 (s. IH). 8. 40 (d. J=5. 5Hz. 1 H) 
S«^«fM (FD-MS. m/z) :4 8 3 (M"^) 

IIJfe^J8 4 

N- C4-n--y^JlyjL^Jl) -N' - (2- [ (6. h^>-4 
;j-^'>] "^yuy (14 7) 

IISfe««J4 8(cfcl^T. 4-- h^7a:y-;^{w;^^^^T2 -- ho7iy-;U^ 
fflt^^{i*>{i|l|;^jc$iJLfc6. 7-v^yh+e/-4- (2 h o7x y 
+>"J >^||Jfe«ai4 9<h|H^^i{ca5£LT^fc^ 6. 7-'J/ (2- 

7$y7xy+'» +y (5 6mg) ^h;Ui> (3m i) tctraM^^L^ 

^> 4-n-yf->»l.7x-;U-rv->7^-h (0. 2ml) ^JPx.. ZO^f^tSl 
imMttio g|g^^no*;l/A/7-fe h> (10/1) "ZTMi^t-'S 'J j^yOl^ 
^Dvh^*^7^-{c<kt)mi!IL^ ^S0{b^^4 5mg. 5 0 %T-?|/;:o 
^H-NMR (CDCI3. 5 0 0MHz) : 6 0. 8 9 (t, J = 7. 3H 
z. 3H) . 1. 3 0 (m. 2H) . 1. 5 2 (m. 2H) , 2. 5 0 (m. 2 
H) , 3. 9 0 (s. 3H) , 3. 9 3 (s. 3 H) . 6. 2 2 (d. J = 
4. 9Hz, IH). 6. 87 (d. J=7. 3Hz. 1 H) . 6. 9 6- 
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7. 0 1 (m. 4H). 7. 1 5 (b r s. 1 H) . 7. 2 8~7. 3 1 (m. 
4H). 8. 12 (brs. 1 H) . 8. 26 (d. J = 4. 9Hz. 1 H) , 

8. 58 (d. J=7. 9Hz. 1 H) 
M^J^iS (FD-MS. m/z) :47 1 (M"^) 

llii^8 5 

N- (4-n-:^f-;l/7jL^;l/) -N^ - {3- [ (6. 7-i^^ h^v/-4 
-^J*)Jl) ^^'>] 7x-JU} ■>lx7 (9 1) 
llte^^J4 8{c:teV^T^ 4-— hD7iy-;^tc*^;lT3-— hD:7iy-;l/^ 

^)y^mmm4 9tmmi^M5ttrmiz^ e. 7-vvh^>>-4- o- 

y 7xy + S/) U > (5 Img) ^ h;Ux> (3ml) JCjD^igj^Lfc 
4-n-zfi-Jly:,L:z.jl^Vi/T^-h (0. 2inl) ^^W^^ 5 05>ISiaD 
im^ttzo a^i^^on:^>'bA/T-tr h> (10/1) T-®§g-r S v"J :^ 

^ H-NMR (CDClg. 500MHz) :<5 0. 89 (t. J=7. 3H 
z. 3H) , 1. 3 0 (m. 2H) , 1. 5 2 (m, 2 H) . 2. 5 1 (m, 2 
H) . 3. 95 (s. IH), 4. 00 (s, 1 H) . 6. 49 (d. J=5. 
5Hz. IH). 6. 81 (d. J=8. OHz. 1 H) . 7. 04 (d. J = 
7. 9Hz, 2H) . 7. 21-7. 30 (m. 5H). 7. 37 (s, 1 H) . 

7. 51 (s, IH), 7. 84 (brs. IH). 8. 24 (brs. 1 H) . 

8. 43 (d. J=4. 9Hz. 1 H) 
lt«^#f^i (FD-MS. m/z) :471 (M"^) 
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1111^8 6 

N-n-Zf'f'Jl-N' - {4- [(6. h^'y- 4 -^^ *) Jl) Hr^ 

'>] ^UT (13 9) 

6, h + y 7xy + v/) 'J > (5 Img) ^ 

h;l/Ji> (3ml) \zl!aimmLtz^. n-y^Jl^Vi/7:^-h (0. 2ml) 
^tin;i^ 1 4NpP^jDl»S^£Lfco nm=^^oat^jlAy7-^h> (10/1) 

M§a-rs 'J ^yvui^ □ ^ h 7 ^ -{c J; !9mss! L. mmoit^m'^: 3 1 m 

^H-NMR (CDC I 3, 5 OOMHz) : 5 0. 9 3 (t. J = 7. 3H 
z. 3H) . 1. 3 7 (m. 2 H) . 1. 5 3 (m, 2 H) . 3. 2 8 (m. 2 
H) . 4. 0 4 (s. 3H) . 4. 0 4 (s. 3H) . 5. 0 4 (b r s. 1 H) 
. 6. 44 (d. J = 5. 5Hz, 1 H) . 6. 98 (b r s. 1 H) . 7. 1 
1 (d. J=9. 2Hz. 2H), 7. 41 (s. 1 H) , 7. 43 (d. J = 
9. 2Hz. 2H). 7. 55 (s. 1 H) . 8. 46 (d. J = 4. 9Hz. 
IH) 

MM^mm (FD-MS. m/z) : 3 9 5 (M"*") 

mmms 7 

N- {4- [(6. 7-i>V h^'>-4 -^y 'J>>b) - 
(4- m 7;U;rDy 5^;U7jl-;1/) K (15 7) 

6. h + v-4- (4-T^ y ^xy + i/) +y'J> (5 3mg) i 

miiin°a©4 - h 'J yjlt D y ^ >^JilSil ( 1 0 2 m g) «-N, N - y 
;l.AT^ K (3ml) {w^§<|?Lyt^> l-if-;l/-3- (3" -v^^^^bT^y 
h';l/) i K4gK4g (1 0 2mg) ^JDX.. Sfit-T 1 4^F^fli$ 
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^H-NMR (CDC I3 . 5 0 OMHz) : <5 4. 0 4 (s, 3H) . 4, 

05 (s. 3H) , 6. 48 (d. J=4. 9Hz. 1 H) . 7. 22 (d. J 
= 8. 5Hz. 2H). 7. 41 (s, 1 H) . 7. 55 (s. 1 H) . 7. 7 

6 (d. J =8. 5 Hz, 2H) . 7. 7 6 (d. J =8. 6 Hz. 2 H) . 8. 
02 (d. J = 7. 9Hz, 2H), 8. 13 (brs. 1 H) . 8. 49 (d, 
J=5. 5Hz. IH) 

M«^^M(FD-MS. m/z) :4 6 8 (M"^) 

mmmss 

N- {4- [ (6. 7-^y -^J ;r^->] - 

(4-i/^o^^->;U7x^;U) ti)\^^-^^^l K (15 8) 
6. 7->^V h + v/-4- (4-7$y7xy^i/) +y (52mg) i 
rl3j|gS,©4-->^n'\+v';l/^m§K (10 9mg) <£:N. N- ^;b+^;UA 
7$ K (3ml) {c^)SL^m> l-x^;l.-3- (3' - f-;l/7 ^ y:^D 
t';l.) *;U;ix'-:^-r ^ Kiggrtg (1 1 Omg) ^tlx.> MiaJcTl 4^FHlflli^L/: 
Ute^JS 1 il^^O^mcjLoTigSSIL. ^©^t^^^S 4mg. jD^ 

6 

^H-NMR (CDClg, 500 MHz) :51. 25~1. 86 (m. 
lOH). 2. 55 (m. 1 H) . 4. 01 (s. 3H), 4. 03 (s, 3H) 
. 6, 46 (d. J=5. 5Hz. 1 H) , 7, 16 (d, J=8. 5Hz. 2 
H) . 7. 27 (d. J=7. 9Hz. 2H). 7. 39 (s. 1 H) . 
7. 55 (s. IH). 7. 75 (d. J=9. 2Hz. 2H) . 7. 83 (d, 
J=8. 6Hz. 2H). 8. 46 (d, J=5. 5Hz. 1 H) 
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®*5JifTM (FD-MS. m/z) :4 8 2 (M^) 

mmms 9 

N- {3- [ (6. 7 -'J/ -^y U^t^) ;r^->3 7x.:^;U} - 

(4- t -yf^;l/7x-;l/) ^;U.-K^»$ K (1 5 9) 

6, 7-'>V h + ->-4- y + +y'J > (5 4ing) t 

miSn^a© 4 - t - ^^^^U^m^g? ( 1 0 2 m g) ^N. N - ^;b5^;bA7 ^ 
K (3ml) izmmtft'^t. l-Ji^;U-3- (3* - v?^ ^;UT ^ y tVU) 

i i^mm^ (1 0 6mg) ^jD^, muizx mmmwLtiWi. nm 
m5it mm<DMmz x -o xmu u mmoit^'^ 2 9 m g , jr^ 3 5 %T'm 

^H-NMR (CDCI3. 500 MHz) :<51. 34 (s. 9H). 
4, 01 (s, 3H). 4. 04 (s. 3H) . 6. 55 (d, J=4. 9Hz, 
IH). 6. 97 (d. J=7. 3Hz. 1 H) . 7. 29-7. 68 (m. 7 
H) . 7. 85 (d. J = 7. 9Hz, 2 H) , 8. 48 (d. J=4. 9Hz. 
IH) . 8. 5 9 (b r s, 1 H) 
@«4^#Hi (FD-MS. m/z) :456 (M"^) 

N- {3- [(6. 7-vy h4'>-4-^y'JJU) - (4 

- t -y5";l/7jL-;U) K (16 0) 

6. 7-'J/ h + '>-4- (3-7^ y7x^;U^;i-) +y U > (6 2mg) 
«hmiR5ao 4 - t - y^Jl^MMm (109mg)^:N. N->?y A T 

^ K(3ml) {C^j|?L^^. l-j:.f^;U-3- (3' -i^^'f-JlT i ^ zfat' 
Jl) ^A/.-Kv^-f $ Ki^iS (1 1 2mg) ^JD^> Mfi{-T2 5 I^HlfJ^ L feSt. 
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^H-NMR (CDClg. 500 MHz) : 6 1. 31 (s. 9H). 4. 
00 (s. 3H), 4. 01 (s, 3H). 6. 83 (d, J=4. 9Hz. 1 
H) . 7. 2 0-7. 9 9 (m. 9 H) . 8. 0 6 (m. 1 H) . 8. 3 9 (d. 
J=4. 9Hz. IH). 8. 60 (b r s, 1 H) 

KS4J#f€ (FD-MS, m/z) :4 72 (M"^) 

mmm9 1 

N- {4- [ (6. 7-'>y U>>b) f^^] 7a:-;W - (4 

-:/'f-;t/:7jL-;u) ^JU^:^D-1 K (16 1) 

6, 7-S?y h + v/-4- +y (6 2mg) t 

mBSa©4-y^JU^JiL#g? (10 4mg) ^N. N - f-;U5^;l/AT ^ K 
(3ml) izmmtti'^. l-OL^Jl-S- (3' -i^^f^^UTi y:^a t';b) 
ijJl^'J^ I (1 1 7mg) ^jD;t> MS{-T2 1 i^P^iajf Lfc^x H 

ife«»I5 l<i:|5l^©SlfF(Cj;oTlfSiL. mM<Dit^m^2 Img. JR^22%-e 

^H-NMR (CDCI3. 500 MHz) : 6 0. 94 (t. J=7. 3H 
z. 3H) . 1. 3 8 (m, 2H) . 1. 6 3 (m. 2H) . 2. 6 9 (t. J 
= 7. 9Hz. 2H). 4. 03 (s, 3H) . 4. 05 (s. 3H) . 
6. 72 (d. J=4. 9Hz. 1 H) , 7. 30 (d. J=7. 9Hz. 2H) 
. 7. 39 (s. IH). 7. 42 (s. 1 H) . 7. 57 (d. J=8. 5H 
z, 2H), 7. 78 (d. J = 8. 5Hz. 2 H) . 7, 81 (d. J = 7. 
9Hz, 2H) . 8. 08 (s, 1 H) . 8. 42 (d. J=5. 5Hz, 1 H) 

SS^^^i (FD-MS. m/z) :4 7 2 (M"^) 
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mmm9 2 

N- {4- [ (6. 7-i>/ h^i/-4-^y UvU) ^j'^v'] - 

- (4-yf-;uf-;i-7x^;i/) ^uy (16 3) 

6. 7 -'J/ (4-T^y7iy + » +y U > (5 3mg) 

(Sml) {cJnlfe^jKLfc^. 4-^ ^^U^^^T^ jLJi.;b-r vi^T^^- h 
(0. 2ml)^ilD;i. S^moimmLtio ifrtiUX^tii^^^mLU hJl 

^H-NMR (DMSO-dg . 500MHz) : 6 2. 44 (s. 3H). 
3. 94 (s, 3H). 3. 95 (s. 3H) . 6. 44 (d, J=4. 9Hz. 
IH). 7. 19 (d. J = 9. 2Hz. 2H) . 7. 23 (d. J=8. 5H 
z, 2H) , 7, 38 (s. IH). 7. 44 (d. J=9. 2Hz. 2H). 
7. 52 (s. IH). 7. 58 (d. J=8. 6Hz. 2 H) , 8. 46 (d, 
J=4. 9Hz, IH). 8. 70 (s. IH). 8. 79 (s. 1 H) 

Sfi^tt^^ (FD-MS. m/z) :461 (M"^) 

mmm9 3 

N- (S-j^h^'ytiJl^^-Jly :^-Jl} -N' - {4- [ (6. 7->»y h 
^->-4-^y U;U) yj-^i^l -^1/7 (16 4) 

6, h + '>-4- (4-T^ y^xy + v/) +y 'J > (5 3mg) ^ 

h>'l'X> (5ml) JcaD«i«Sfl!?Ly::^> 3-xh + i'*>'l/'-K->'l'7x-;l/^V> 
T^-h (2 84mg) ^jD;i. 1 i^FP^iD«b8«6L/io HS^^ n n<^;UA/7 
(10/1) ■egga-r5->U*y>'b*7A^rov h^r77^-{cj:l5llt!! 
U ^©^fc^l^^l 8mg. Um2 OXT-mtio 

^H-NMR (CDC I3 , 5 0 OMR z) : 8 1. 3 8 (m. 3H) , 
3. 9 8 (s, 3H) . 4. 0 5 (s. 3H) , 4. 3 5 (m. 2H) , 6. 4 
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5 (d. J=5. 5Hz. IH). 7. 12 (d. J=9. 2Hz. 2H) . 
7. 40 (s. IH). 7. 47 (d. J = 9. 2Hz, 2H). 7. 47 (d. 
J=8. 6Hz. 2H). 7. 58 (s, 1 H) . 7, 96 (d, J = 9. 2H 
z. 2H) . 8. 0 5 (s. IH) . 8. 1 7 (s, 1 H) , 8. 4 7 (d. J 
= 5. 5Hz, IH) 
MS^«fii (FD-MS. m/z) : 48 7 (M"^) 

IIJfe«^J9 4 

N- (4-^P07x-;i/) -N^ - {4- [ (6. 7-i>V h^'>-4-^ 
^^->] 7x-;u} -^UT (16 5) 

6, 7-v>y h + v-4- (4-7^ y 7xy + '» +y'J (5 2mg) ^ 
h;Ux> (5ml) {::Jnil^»Lyi^^ 4 - n 037 x^vU-f V S/T^^- h 
(0. 2ml)^tl;t. ll^iaJo,«UaiKLfco WtBLTifcS^^^aDlLx h;U 
i>T25fe^-r5C<!:{cJ:»3^©'fl:^i^^4 3m iR^5 5%Tl§/io 

^H-NMR (DMSO-dg . 500MHz) :<y3. 94 (s. 3H). 
3. 9 5 (s, 3H) . 6. 4 4 (d. J =5. 5H z, 1 H) , 7. 2 0 (d. 
J=9. 2Hz, 2H). 7. 32 (d. J=8. 5Hz. 2 H) . 7. 38 
(s. IH). 7. 49 (d. J=9. 2Hz. 2 H) . 7. 51 (s. 1 H) . 
7. 58 (d. J=9. 2Hz. 2 H) . 8. 46 (d. J = 4, 9Hz, 1 H) 
. 8. 83 (brs. 1 H) . 8. 83 (brs. 1 H) 

fi«^«f<i (FD-MS. m/z) :44 9 (M+) . 451 (M"*'+2) 

N- (2— f v:^ob';i/7x-;i/) -N^ - {4- [ (6. l-'J/ h^i/- 
4-^y'j;i/) tdf-j,} 7x^;i/} C7I/7 (16 6) 
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6. l-'J^ h + '>-4- (4-7^7 7xy + v/) +yU> (44mg) ^ 

h>'Ui> (5ml) \zmmmmLtM^ 2->fy/nh*;i.7i-;u^y'>7^- 
h (0-. 2ml) ^mayL. ^ Oii^fSMmmLtZo ^^^9uut^)VJ./T-\:V 
y (10/1) T-Mga-r-Si/'J ^y">'l':^^A^n-7 -<cJ:i9i|tS!L. 
mm(Di\:^m'S:l 4mg. iR^2 0%T-^#^o 

^H-NMR (CDC I3 . 5 0 OMHz) : <5 1. 2 1 (m. 6H) . 

3. 21 (m. IH), 4. 04 (s, 3 H) . 4. 04 (s. 3 H) . 

6. 4 2 (m. IH). 6. 6 3 (m. 1 H) . 7. 0 9~7. 5 5 (m. 11 
H) . 8. 4 6 (m, 1 H) 
Kft&tff^ (FD-MS. m/z) :4 57 (M"^) 

N- {4- [ (6. 7->>'^ V^jy-A-^J U ^l^) ^^->] - 

-yj,-)l^VT (1 6 7) 

6, l-'J^ V^'y-A- (4-7^y +y U > (5 Img) ^ 

(5ml) {cJolSi^)8L^^. 7i-;l/-ry v'74^- h (0. 2ml) 

5 05JK!)!lPitiB»ELfco l^«r^ OD;^;UA/7-lr h > (10/1) T 

2 Img. m^Al%-G'^fZo 
■^H-NMR (CDClg, 5 0 0MHz) : <5 4. 0 4 (s, 3H), 

4. 0 4 (s, 3H), 6. 6 1 (m. IH). 7. 0 5 (m, 1 H) . 7. 3 
6-7. 4 4 (m. 1 OH) . 7. 9 9 (s, 1 H) , 8. 3 1 (s. 1 H) . 
8. 3 6 (m. IH) 

K«5}tFHl (FD-MS. m/z) :431 (M"^) 
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IUfe^J9 7 

N- {4- [ (6. h^i/-4-^y ^}Jl) :t^->] 7x-;U} - 

- (2--hP7x-;l/) 'yU7 (168) 

6. 7 -'J/ h + v/-4- (4-Tiy7xy + » +yU> (83mg) ^ 
h;Ux> (Sml) JCjDffe^lSLfcm. 4--hn7i-;l/^V'>74^- h (3 
7 0mg) <&Jn^, 4 0^JP^SnlfeS2iSL/ro tfftB LT^/c|gg<^aimU h^'Ux 

^H-NMR (DMSO-dg . 5 OOMH z) : 5 3. 9 4 (s. 3 H) . 
3. 95 (s, 3H). 6. 46 (d. J = 5. 5Hz. 1 H) . 7. 22 (m. 
IH). 7. 23 (d, J=9. 2Hz. 2H). 7. 38 (s. 1 H) . 7, 
51 (s. IH). 7. 62 (d. J=9. 2Hz. 2 H) . 7. 71 (m, 1 
H) , 8. 1 1 (m. 1 H) . 8. 3 1 (m. 1 H) . 8. 4 6 (d. J =5. 
5Hz, IH). 9. 62 (s, 1 H) . 9. 96 (s. 1 H) 

Sfi^Jtffffl (FD-MS. m/z) :46 0 (M"^) 

mmm9 8 

N- (2-7iy 7a.->>l^) -N^ - {4- [ (6. 7-->V h^v-4-^ 
yj^U) 7x-;l/} "^UT (16 9) 

N- {4- [ (6. 7-v>V h + i:/-4-+>' U>'l') :^-+'>] 7x::i/U} - 
N' - (2-xho7i— ;l') •>U'T (42ing) <£:N. N- v'y ^;l/*;UA7 
^ K/i^i|xf^;U (12ml /6ml) C^gjSU 2 O^TKKYb-?^ v?-:? A-^ 
(7 0mg) ^Jn^. 7K^5?fflmT^^l^T3^P«1t!I^Lfco 

^H-NMR (DMSO-d„ . 5 0 OMHz) : 6 3. 9 4 (s. 3 H) , 
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3. 95 (s, 3H). 4. 77 (b r s. 2H) . 6. 44 (d. J = 5. 5 
Hz. IH) , 6. 5 8 (m, 1 H) . 6. 7 5 (m. 1 H) . 6. 8 5 (m. 
IH) . 7. 1 8 (d. J = 8. 5 Hz. 2H) . 7. 3 4 (m. 1 H) , 

7. 38 (s. IH). 7. 52 (s, 1 H) . 7. 58 (d. J=9. 2Hz. 
2H). 8. 29 (s. IH). 8. 46 (d. J=4. 9Hz, 1 H) . 

8. 92 (s. IH) 

KSr^Wfii (FD-MS. m/z) :4 30 (M"^) 

IIW]9 9 

N- {4- [ (6. 7-i^'y h^'>-4-^y'J;U) 7x-;U} - 

- (3-^hP7a:^;l/) "^Uy (17 0) 

6. 7-i;'y h+i^-4- (4-T$ y :7iy + » ^yu > (8 3mg) ^ 

(3 8 4mg) ^jfin;t> 4 O^mUam^WiLtio ^^i^ aat^jlA/T-^ h > 
(10/1) Tm^ti'yVt;YJlti7J^i^o^h^'^y^-iz^0mmU m 
M(Dit^^ 4 4 m JR$ 3 4 %rmtio 

^H-NMR (DMSO-dg . 5 0 OMHz) .6 3. 9 9 (s. 3 H) . 
4. 0 4 (s. 3H) . 6. 4 3 (d. J =4. 9 Hz. 1 H) . 7. 1 0 (d. 
J=9. 2Hz. 2H). 7. 38 (m. 2 H) , 7. 47 (d, J=8. 6H 
z, 2H) . 7. 5 7 (s, IH) . 7. 8 1 (m. 2 H) . 8. 1 9 (s. 1 
H) , 8. 31 (s, IH). 8. 46 (d. J=4. 9Hz. 1 H) . 8. 5 
9 (s, IH) 
n^m^ (FD-MS. m/z) : 460 (M"^) 
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HWJIOO 

N- {4- [ (6. h^'>-4-^y ')Jl) :t^->] y - 

N' -tC^^Jl'yUT (1 7 1) 

6. h4^i/-4- (4-7^>'7iy + v/) +y'J > (5 Img) ^ 

h;Ux> (5ml) (z»^^t/c^. V->7;^- h (0. 2ml) 

2B#F^MjliitLfco ^*^^nD+ol.A/7-trh> (10/1) 

mg. JtX*4 l%Tli/Co 

^H-NMR (CDC Ig , 5 0 OMHz) : <5 0. 8 7 (m. 3 H) , 1. 
2 6-1. 3 0 (m. 1 OH) , 1. 5 3 (m. 2H) . 3. 2 7 (m. 2H) . 
4. 03 (s. 3H) . 4. 03 (s. 3H) . 5. 0 4 (m. 1 H) . 6. 4 
4 (d. J=5. 5Hz, IH). 6. 97 (s. 1 H) . 7. 10 (d. J = 
8. 6Hz. 2H) . 7. 4 1 (s. 1 H) , 7. 4 2 (d. J =8. 6Hz. . 
2H) . 7. 5 5 (s. IH) . 8. 4 6 (d, J =4. 9 Hz. 1 H) 

®«^#flt (FD-MS, m/z) :45 1 (M"^) 



II]M6«»J10 1 

N- (3-7^y 7^-=-^U) -N^ - {4- [ (6. 
J')}\d^^iy^ 7x->>U} ^VT (17 2) 

N- {4- [ (6. 7-->V h + v-4-+y'>l;U) + - 
N' _ (3-^ha-7x->»U) -^/UT (28mg) «-N, N - v'y f-;U=h;UA7 
^ K/i^Kif-;U (5m 1/2. 5ml) {C^ISL. 2 0 %7KS^IbN'^ v-^ A- 
^ (97mg) ^Sn^x 7K5R^H^TMSJ-T3fiFK»J^Lfco RJiS^S<£r-b7 

«l L y;:o MffiT^iiS* ^Oit^t&l^ 1 3 m g . JR^ 5 1 %T'(ifco 
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^ H-NMR (CDClg, 500 MHz) : S 4. 02 (s. 3H), 
4. 03 (s. 3H). 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz. 
IH) . 6. 6 1 (m. IH) . 6. 9 0 (s. 1 H) . 7. 0 5 (m. 1 H) , 
7. 09 (d, J=8. 5Hz, 2H). 7. 40 (s. 1 H) . 7. 43 (m, 
IH). 7. 47 (d. J=8. 5Hz, 2H). 7. 55 (s. 1 H) , 8. 
03 (s. IH). 8. 44 (d. J=5. 5Hz. 1 H) 
(FD-MS. m/z) :4 3 0 (M^) 

mmm i o 2 

N-7U;U-N^ - {4- [(6. 7 -i^/ UJiy 
y^J=.M ^VT (17 3) 

6. 7->5y h + v/-4- (4-T^ y U > (5 Omg) ^ 

N. N-S?y^;U4^;UATi K (5 ml) {C^ISL/c^x 7 U ^I'-T V i^T*- h 
(0. 2ml) ^Jn^, 8 OCTl 5^Pairalfe«#Lfco R{E?Srr7K^]!jQ;i. 

laiiL^o MET^ii^SiU ]SS^^na;h;UA/T-feh> (1 0/1) T- 

6 Img, 1R$9 6%T^§/Co 
^ H-NMR (CDC I3 . 5 0 0MHz) : 5 3. 9 0 (m. 2H) . 

4. 03 (s, 3H). 4. 03 (s. 3H). 5. 12 (d. J = 10. 4H 
2. IH). 5. 23 (d, J=17. 7Hz. 1 H) . 5. 62 (s. 1 H) . 

5. 8 8 (m. IH) . 6. 4 1 (d. J = 4. 9 Hz. 1 H) . 7. 0 8 (d. 
J=8. 5. 2H). 7. 39 (s. 1 H) . 7. 44 (d, J=8. 5Hz. 
2H) . 7. 5 4 (s. IH) . 7. 7 5 (s. 1 H) . 8. 4 4 (d. J = 
5. 5Hz. IH) 
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mm^mm (FD-MS. m/z) : 379 (M"*") 

N- {4- [ (6. h^'>-4-^y ')Jl') ;^^'>] y:,i^M - 

N' - -^UT (1 7 4) 

6, 7 -i^/ (4-7iy :7iy + » +>"J > (5 Omg) ^ 

h;Ux> (Sml) izmfmmtfz'l^. \-i-y=f-JV^yl^r^-V (O. 2ra 
1) ^m^. 2Qii^fM\nMm.LfZo ]^S^^an+wUA/T-t? h> (10/1) 

4 Img. |R^5 2%T'^#y::o 

^H-NMR (DMSO-dg , 5 0 0MHz) :<5 3. 9 5 (s. 3 H) . 
3. 95 (s. 3H). 6. 4 5 (d, J=5. 5H2. 1 H) . 7. 21 (d. 
J = 9. 2Hz. 2H). 7. 38 (s, 1 H) . 7. 4 8-7. 6 5 (m. 7 
H) , 7. 9 2~8. 1 5 (m. 3H) , 8. 4 6 (d. J =4, 9H z. 1 H) 
. 8. 8 0 (s. IH) . 9. 2 0 (s. 1 H) 

(FD-MS. m/z) :4 6 5 (M"*") 

mm 1 0 4 

N- (2-b''7xx;U) -W - {4- [ (6. l-'J^ 'J 
;U) ;=^4^'>] 7xj:i;U} "^PT (17 5) 

6. 7-v^y h + v/-4- (4 -T^ y :7iy^i^) +y'J > (5 2mg) ^ 
h;Ui> (5ml) icjtolfe^lKLy::^. 2 - x-;U^ V v-T^- h (0. 2 
ml) ^Jdx.. 3 0^mn$mMLfZo ^ii«-^DD7h;l.A/'T-bh> (10/ 

5 6 m g . iR^ 6 4 HX'Wzo 
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■^H-NMR (CDC I3 . 5 0 OMHz) : 6 3. 9 7 (s. 3H) . 
4. 04 (s. 3H). 6. 35 (d. J=5. 5Hz. 1 H) , 6. 96 (s. 
IH). 7. 40 (d, J = 9. 2Hz. 2H), 7. 14~7. 39 (m, 
IIH). 7. 54 (s. IH). 7. 89 (brs, 1 H) . 8. 08 (d, 
J=8. 6Hz. IH). 8. 33 (d. J=5. 5Hz. 1 H) 

Sg^^ffii (FD-MS. m/z) :49 1 (M"^) 

mmmi o 5 

N- (4-Jcf-;l.7j:->'b) -N^ - {4- [ (6. 7-'J/ h^->-4-4^ 

y'j;b) ;r^'>] yj^-Ji) ^vr (18 8) 
6. 7-S^^ h + >-4- (4-T$ y 7iy + i>) +>"J > (5 Img) ^ 

(0. 2inl) ^m^. 9 0^r^JOfiS«SLfco ^aE<^^'DD;f.;UA/T-tr h> 

(1 0/1) -^m^t^'y') ij¥)l-h'7l^P Y^^y ^ -K^y)imL^ Bi 
^(Oit^«&}^ 4 2 m g > iR^ 5 6 %X'mfZo 

-^H-NMR (CDC Ig , 5 0 OMHz) : 6 1. 1 8 (m, 3 H) , 2. 
5 8 (m. 2H) . 3. 9 9 (s, 3 H) . 4. 0 2 (s, 3 H) , 6. 3 9 

(d. J=5. 5Hz, IH) . 7. 07 (d. J=9. 2Hz. 2 H) , 7. 
11 (d. J = 7. 9Hz. 2H). 7. 25 (d. J=8. 5Hz. 2 H) . 
7. 40 (s. IH). 7. 42 (d. J = 8. 5Hz. 2 H) . 7. 55 (s. 
IH) . 7. 6 0 (s. IH) . 7. 8 1 (s. 1 H) . 8. 4 3 (d. J =4. 
9Hz. IH) 

n&^t^rm (FD-MS, m/z) : 44 3 (M"*") 
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mm 1 0 6 

N-Ov'4Jl-N' - {4- [(6. V^'y-A-^J'))\d 
->] 7jL-;b} ^VT (18 9) 

6, l-'J^ V^'y-A- (4-T^y7i>' + >) +>"J > (52mg) ^ 
h;Ui> (5ml) \zmfmmLfz^. OV^Jl-<V'>7^^-h (0. 2ml) 

^Jn^. bO^miiam^mLtzo ^=^i7uu^^)ii./T-^vy (10/1) T' 

1 Img. ami ^%l:nfZo 
^H-NMR (CDClg. 500MHz) : 6 A. 06 (s. 3H). 4. 

07 (s. 3H). 6. 49 (d. J=4. 9Hz. 1 H) . 7. 20 (d. J 
= 9. 2Hz. 2H) . 7. 43 (s. 1 H) . 7. 54 (m. 2 H) . 7. 5 

8 (s. IH). 7. 65 (m. 1 H) . 7. 71 (d. J = 9. 2Hz, 2 H) 
. 8. 04 (d. J=7. 9Hz. 2H) . 8. 50 (d. J=5. 5Hz. 1 
H) . 9. 5 3 (s, 1 H) , 11. 04 (s, 1 H) 

®»^#f^ (FD-MS. m/z) :44 3 (M"^) 



IIWJ10 7 

N-J:h^v/^;U»'^;U-N^ - {4- [(6. 7 - v;t h^'>- 4 -^yj 
)V) ir^v^ 7x-;U} '>L/7 (19 0) 
6, 1 -'J/ V^v-A - (4-7^ y7x>'^-^) +y U > (5 2mg) 
(5ml) {mfmmLfz.^^ xh + ;/:^;U.-K^;U>rvv/T*-h 
(0. 2ml) ^iin^. 1 5^P^Jn^^ftLfco ^^^^?ao;^^;^A/T-lr h> 
(1 0/1) TS§at'5->U*y;l'*7A^'Dv h/77'f-JcJ;0fiias{U s 
SOib^tl^ 2 0 m g. JR^ 2 8 

■•■H-NMR (CDC1«. 500 MHz) :<51. 37 (t, J=7. 3H 
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z. 3H) . 4. 1 0 (s. 3H) . 4. 1 7 (s. 3H) , 4. 3 1 (q. J 
= 7. 3Hz. 2H). 6. 70 (d. J = 6. IHz, IH). 7. 20 (d. 
J=8. 6Hz. 2H). 7. 64 (s. 1 H) . 7. 72 (d. J = 9. 2H 
z, 2H) . 8. 1 2 (s, IH) . 8. 5 0 (d. J = 6. 7 Hz. 1 H) . 
10. 08 (s. 1 H) 
M*3}#f<i (FD-MS, m/z) :411 (M"^) 

mmmios 

N- {4- [(6. 7-v?^ h^ V-4-^y y :^^Jl) - 

N' - (2-y f->>U7a:-;U) -^uy (5 6) 

6. 7 -'J/ h + ->-4- (4-T^ y + » +y U > (5 Img) ^ 
h;Ux> (5 m I) {ctlM^ft? L fc^> 2 - ^ ^^^U^ V ->T4^- h 

(0. 2ml) 1 5^P^inil^MLfco ^S^:? ^D;^^;^A/T^? h> 

(1 0/1) r'Mmt^'y')iJYMy^^^-^hiryy^-{zJ^y)i^mU B. 
mcoit^^ 6 1 m g. JR^8 2 %Tl#fco 

^H-NMR (CDClg, 500MHz) : 6 2. 20 (s. 3H). 4. 
00 (s. 3H) , 4. 03 (s. 3H). 4. 31 (q. J=7. 3Hz. 
2H). 6. 40 (d. J=5. 5Hz. 1 H) . 7. 05-7. 20 (m, 6 
H) . 7. 39 (s. IH). 7. 42 (d. J=8. 5Hz. 2H). 7, 5 
5 (s. IH). 7. 60 (d. J=7. 9Hz. 2 H) . 7. 80 (s. 1 H) 
, 8. 45 (d, J=5, 5Hz. 1 H) 
n^Vrm CFD-US, m/z) :42 9 (M"*") 



wo 97/17329 PCT/JP96/03229 

1 1 0 



mmm 109 

N- {4- [(6. 7-v?y h4^->-4-^y'J;b) ;t^->] y jiSLji} - 
- (3-y 5^;U7x-;U) 'yuT (5 5) 

6. 7->>V h + '>-4- (4-7^y7iy + -» +y U > (5 Img) ^ 
h^PJcy (5ml) izmmmmtft'^. 3-^^>'U7x->'U^V«>T;^-h 
(0. 2ml)^Sn;t. 1 d^mtaMMmtf^o 1^^"^^ out^j\.A/7-b h > 
(1 0/1) T-Jg§gt'5'>U:<7^'^l'J^7A^'n^h^'*77>f-{Cj;*9^iS!iU S 
m(Dit^^^4 Img. iR$5 6%-e^i/::o 

^ H-NMR (CDC , 5 0 0MHz) :62. 3 2 (s, 3 H) . 
4. 02 (s. 3H). 4. 04 (s. 3H). 6. 43 (d. J=5. 5Hz. 
IH) . 6. 93 (d. J=7. 3Hz. 1 H) . 7. 1 0~7. 22 (m, 6 
H) . 7. 4 1 (s. IH) . 7. 4 4~7. 4 7 (m. 3 H) . 7. 5 6 (s. 
IH) , 8. 46 (d. J=5. 5Hz, 1 H) 

®S^«T*t (FD -MS, m/z) :4 2 9 (M"^) 

mmmi i o 

N- (2-7;l^;j-P7x^;l/) -N' - {4- [ (6, 7--:^^ h^->-4- 
4-yU;l/) ;r^->] '>lx7 (60) 

6, 7-'J/ (4-T^y"7xy + -» (51mg) ^ 

h;Ui> (5ml) {wjQ^^j^Lfcmx 2 - 7;b;t □ 7 x -^U-T Vi^7T-- h 
(0- 2ml) ^Sa^. 15:9-P^J!lDlfeS^lELyto SaE^^nD;h;UA/7-i?h> 
(1 0/1) T-Jgggt-S ^UT^zy^bT^^A^^n-? -(cJ;t)^t{S{U ^ 

iS©^b^i^«-5 4mg^ JR$7 3%-e^fco 

■^H-NMR (CDClg, 500 MHz) .6 4. 01 (s. 3H), 
4. 04 (s, 3H). 6. 44 (d, J=5. 5Hz, 1 H) . 6. 97- 
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7. 04 (m. 2H) . 7. 1 0-7. 1 2 (m. 3 H) . 7. 4 2 (s. 1 H) 
. 7. 49 (d, J=9. 2Hz, 2H) . 7. 57 (s, 1 H) , 7. 7 3 
(s, IH) . 8. 17 (m. IH) . 8. 3 5 (s. 1 H) . 8. 4 8 (d, 
J=5. 5Hz. IH) 
•M&^^m (FD-MS, m/z) : 43 3 (M"^) 

m^m 111 

N- {4- [(6. 7 -'J/ h^'>-4-^yU>>U) y jl-M - 

N' -ynh°;b'>lx7 (1 9 4) 

6. (4-7^ y + +y'J > (5 4mg) ^ 

N. N-i^/^jly^jll^Ti K (3ml) »c^ji¥Lfc^. f;l/'r V ^7^ 
-h (0. 2ml) ^J[n;t> 8 0°CT2 4B$rBm^ffif^ L/Co KJtv/^{37K^Jn;i, 
S^i?i^;UT-2InlffldiLfcmWtSI®«:«a?D^^-e25fe!^L. MymMi- h 'J -^A 
TiaSHL/Co MET^^S^U l^at^^Du^x;UA/7-fe h> (1 0/1) 

5 9mg, iR^8 4%-e?ifco 

^H-NMR (CDC Ig , 5 0 OMHz) .6 0. 9 3 (m, 3 H) . 
1. 5 5 (m, 2H) . 3. 2 4 (m. 2H) . 4. 02 (s. 3H) , 
4. 02 (s. 3H) . 5. 47 (t. J=5. 5Hz. 1 H) , 6. 41 (d, 
J=4. 9Hz, IH). 7. 08 (d. J=8. 5Hz. 2H). 7. 39 
(s. IH). 7. 43 (d. J=9. 2Hz. 2H). 7. 55 (s. 1 H) , 
7. 6 0 (b r s. IH) , 8. 4 4 (d. J =5. 5Hz. 1 H) 
(FD-MS. m/z) :381 (M"^) 
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mmmii2 

N- {4- [ (6. l-'J/ h4'>-4-4y'J>'l^) t^'yl 7x^;l/} - 

- (4-7 jL^^t/^^U^-Jt-^U^jL^;!/) -^by (19 5) 
6, 7-1^/ h + ->-4- (4-7^ y ^i^ + i/) +y'J > (54mg) «r 
h;Ui> (5ml) {c!BIjSL> h*)y*7.Yy (5 3mg) ^-m. ZO^ma 

wsm.Lfzo KfL^miz4-7 i yovyj^y y (8 5mg) ^m^. immm 

i«^S*L^ adS*^DD;h.JbA/7-tr h> (10/1) T-Jglfl-r S 'J 7^7>!f;U 

^H-NMR (CDC I3. 500MHz) : 6 4. 01 (s. 3H). 

4. 0 4 (s, 3H) . 6. 4 4 (d, J =4. 9 Hz. 1 H) . 7. 1 2 (d, 
J=9. 2Hz. 2H) . 7. 41 (s. 1 H) . 7. 4 6-7. 8 0 (m. 
12H). 8. 14 (s. IH). 8. 30 (s. 1 H) . 8. 47 (d. J = 

5. 5Hz. IH) 

nm^^m (FD-MS. m/z) : 519 (M^) 

mmmi 1 3 

N-^^i/Jl-N' - {4- [(6. 7-'J/ '}Ji:) ^4^->] 

7x^;H t^yUT (19 6) 

6. 7 -'J/ h + '>-4- (4-7 W7xy + '» 4^yU > (5 2mg) ^ 
N, N--J/^JlytJ\^2^7i K (3 ml) {C^jSLfc^. ^+ e/;U'l' V >'7:^ 
- h (0. 2ml) ^m^. 6 OtTl b^maaMltWttio RJt^SlC7K^Jnx.> 
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-u^mitzo ms.rmm^m^i. -^^^^^ut^jvi^/r-^vy (lo/i) 

6 3mg. JK^8 4%X'mf^o 

-^H-NMR (CDC Ig , 5 0 OMHz) .6 0. 8 5 (m. 3 H) , 
1. 25-1. 47 (m. 6H), 1. 50 (m. 2H), 3. 26 (q. d = 
6. 7Hz. 2H) . 4. 02 (s. 3 H) , 4. 02 (s. 3H). 5. 68 

(brs. IH), 6. 40 (d, J=5. 5Hz. 1 H) . 7. 07 (d. J 
= 9. 2Hz, 2H). 7. 39 (s. 1 H) . 7. 44 (d, J=9. 2Hz. 
2H), 7. 55 (s. IH). 7. 94 (s. 1 H) . 8. 43 (d. J=4. 
9Hz, IH) 

S«5^tfrffi (FD-MS. m/z) :4 2 3 (M"^) 

HJfe^J 114 

N- (5-^>j^-;U) -N^ - {4- [(6. 7-'>'^ h^'>-4-^y'J 
;U) ;f^>>] ■t7P7 (19 7) 

6. 7-v>'^ (4-7^ y7xy + -» +yu > (5 Img) ^ 

h)lx.y (5ml) IcSISLx h'j7:j-xy> (5 4mg) ^^^^ 1 25}P^Sn 
^•iSLfco j5{&«Jc4-Tiy-r>^'> (3 6mg) ^^o;i^ 3 6:J>P^SnlfeiS 

'mmm^fm^j^X'imu mimmi-h')<7i^X'n.mLtzo mmrmm^^: 

SllE^:^DD;^;UA/r-fe h> (10/1) xmmt?>i/')ijYJlti'7 
A^o-7h^*77>f-{Cj;*9fl|8!iU ^li®{b^^«-l 3mg. JR^l 6%xm 

••■H-NMR (CDClg . 5 0 OMHz) : 5 2. 0 4 (m. 2H) . 
2. 82-2. 86 (m. 4H). 4. 01 (s. 3H), 4. 03 (s. 3 H) 
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. 6. 40 (d. J=5. 5Hz, 1 H) . 7. 0 3 (m, 1 H) , 7. 08 
(d, J = 8. 5 Hz. 2H) . 7. 1 3 (m. 1 H) . 7. 3 2 (s, 1 H) . 

7. 4 0-7. 5 7 (m. 6 H) . 8. 44 (d. J=4. 9Hz. 1 H) 
ll«^^«r€ (FD-MS. m/z) :45 5 (M"^) 



mmmi i 5 

N- (3. 4--:?^ h^'>7x-;l/) -N^ - {4- [ (6. 7-'J/ h4^-> 
-4-^yU>'t^) "^1/7 (19 8) 

3. 4-v^>»' h + ->7-'J > (4 2mg) ^- hJl'i> ( 5 m 1 ) {C?§S? L. h 
U*xy> (2 4mg) 2 2:9-HJDmS^ltLfco SJE/flElcG. 7-i?y 

h4^>-4- (4 -7$ y :7iy + v/) U > (5 1 mg) (5 2mg) ^ta 

L/::o METMU^^i:L^ a □;^;UA/7-fe h > (10/1) 

g> iR^i 8%-e?§yro 

•^H-NMR (CDClg. 500MHz) : 6 3. 84 (s. 3H). 
3. 85 (s. 3H). 4. 01 (s. 3H) , 4. 04 (s. 3H) . 

6. 43 (d. J=4. 9Hz, 1 H) . 6. 7 5-6. 80 (m. 2H). 

7. 10 (d. J=9. 2Hz, 2H). 7. 16 (s. 1 H) . 7. 38 (s. 
IH). 7. 41 (s, IH). 7. 45 (d. J =8. 5Hz. 2H). 7. 
56 (s. IH). 7. 59 (s. 1 H) , 8. 46 (d. J=4. 9Hz, 1 
H) 

®S3^ffi^i[ (FD-MS. m/z) :4 7 5 (M"^) 
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nmmiie 

N- (3. 4-x.^\y>i?t^i/y:^^Jl') -N' - {4- [ (6. 7-i>/ 
h4^->-4-^y';;U) y^-Jl) (19 9) 

3. 4 -x5"^ >7- U > (8 0mg) ^h;Ux> (5 ml) izmM 
U h';xf-;t.T$> (0. Sml) ^mA.fz^h ^^7.Y> (5 0mg) ^Jn 
ll^rFHlSniiiSMLfco Sf5?K{c6. 7-i^yh + ->-4- (4-T$y7x 
y + +y 'J > (5 2mg) ^Jn^, l O 0^FHm^9StL/::o S^>?e^{c^B? 

.+.;UA/7-tr h > (10/1) ■^mm-ti>'>')ti¥Jlti^2.i^a^hr^y^- 

^H-NMR (DMSO-dg , 5 0 0MHz) .6 3. 9 4 (s. 3 H) , 

3. 94 (s. 3H). 4. 19-4. 21 (m, 4 H) . 6. 43 (d. J = 

4. 9Hz. IH). 6. 74-6. 78 (m, 2H), 7. 09 (s. 1 H) . 
7. 1 7 (d, J =9. 2 Hz, 2H) , 7. 3 7 (s. 1 H) , 7. 5 1 (s. 
IH), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z. IH), 8. 47 (s, IH), 8. 69 (s, 1 H) 

©a^Jtff^i (FD-MS. m/z) :4 7 3 (M^) 

^mi 1 7 

N-yf-;U-N- {4- [ (6. 7-'J/ l-^->-4-4^y 'J>>t/) 7 
xj:.;!.} -N^ - (4-y h4^->7x^;l/) »U7 (2 0 0) 

«l;Ki^i? (0. 2 7m 1) (0. 1 3 m 1 ) ^ft]^. 6 0 t:T 2 B^r^jD 

^i^Lfco SiSj^lc-r h5t Kd75> (Sml) {w^«?Lfc6. 7-i;>< h 
+ i/-4- (4-T5 y7iy+i/) +y U > (3 O 3mg) «-»D^^ ^SJCT 
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ET?$il^S* L. ^uu .it;UA/T-fe h > (10/1) T'®i|-r S f/ U 

*y;U*5A^'a-7 h^^57-f -{cJ:<5i^S!iU 6. T-v^ h + S/-4- (4 

C©6, 7-i>':'' h+i/-4- (4-^wL'$ ^UT ^y7x>' + >')+yU> 
(3 1 7mg) t Kd7^> (9ml) {w^)SL. TK^^bT-'b ^ ^"^7 A 

Uf-'^^A (181m g) Mzg{CT2I^P^ai$Lfco RfS?fie{cig{bT>^r 

•feh> (10/1) T-M§g-r'5'>'J:^y>'l'*5A^ a-7 -{'<J;»9?I^ 
U 6. 7-i^>>' h + '>-4- (4-y^>'U7 +y 'J>^23 

9 m g^fco 

c©6, 7 h+v-4- (4-;'5^-'U7i y +yu > (4 

9m g) *h;Ux> (5ml) Jnlft^^ L /c^. 4-^ h + i-;I.>r V -> 
T4^-h (0. 2ml) <£-j!lD^^ 1 2B#P^SniiS^SL/::c ]^^^od.+ ;UA/ 
T-tr h> (1 0/1) ■eJg§at-5i^'J*'y'>'l'*^A^'o-7 -{cJ:t)f| 
13 L. mm<0it^^4 7mg. JR^5 l^-e^ifco 

-"^H-NMR (CDCIg, 500MHz) :53. 38 (s, 3H), 
3. 77 (s. 3H), 4. 05 (s, 3H). 4. 06 (s. 3 H) . 

6. 14 (brs. IH). 6. 59 (d. J = 5. 5Hz. 1 H) . 6. 82 
(d. J=9. 2Hz. 2H). 7. 21 (d. J=9. 2Hz. 2 H) . 

7. 29 (d. J=9. 2Hz. 2H) . 7. 44 (d. J=8. 6Hz, 2H) 
, 7. 4 5 (s. IH) . 7. 5 2 (s. 1 H) . 8. 5 5 (d, J = 5. 5H 
z. IH) 
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MM^tfrm (FD-MS. m/z) : 45 9 (M"*") 

mmmiis 

N-^5^;b-N-7j.-;l^-N^ - {4- [ (6. 7-'J/ V^'y-A-^J 
'J;U) ^\yT (2 0 1) 

6. 7-v?y V^i^-A- (4-7^ y^j^y + i/) (72mg) 
h^Ui^ (7ml) {CSSU h'J+^x^'> (5 2mg) «rjD;i. St^F^JD.^ii 
iSLfco Sl£:^{cN-y^;U7-'J > (0. 05ml) ^:Jd^. 1 ^F^jDllftJIglE 

±U ]^2E^^Dn:}^;UA/7-b h> (10/1) X-m^t i> 'y iJ ¥ )i'ti ^ U 
-{CckOffSlfL. ^SO<b^^4 8mg. JtX*4 6%Tli/Co 

^ H-NMR (CDClg, 500 MHz) :(5 3, 37 (s, 3H). 
4. 04 (s. 3H). 4. 04 (s. 3H) . 6. 32 (b r s. 1 H) . 
6. 41 (d, J=4. 9Hz, IH), 7. 07 (d, J = 9. 2Hz, 2H) 
. 7. 37-7. 53 (m. 8H) , 7. 54 (s, 1 H) . 8. 45 (d, J 
= 5. 5H2. IH) 

S*5^#f® (FD-MS. m/z) :42 9 (M"*") 

ll«fe«»Il 19 

N-;<f-;i/-N- (4-^ h^'>7x^;U) -N^ -yf-;l/-N' - {4- 
[(6. 7-v?y h^'>-4-^y U;U) ;j-^'>] 7x.::^;U} U7 (2 02) 

N- (4-y h + '>7i-;U) -N' - {4- [ (6, h + .>_4_ 

^J^))V) ;i-+->] '>U7 (99mg) ^N, N-i^^ f^;l.*;UA7 

^ K (3ml) {cjg?j!?L^ TKm^b:^ h 'J -^A (4 2mg) ^SlwT2 0 
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^nmmti'^s'^itjt^ji^ (o. 0 3mi) ^ta^^ m^ri^misi^if^o 

at^^'DD;fx;l/A/7-fe h> (10/1) -eSg^t-5i^U*y";l/*^A^Dv h 

^H-NMR (CDC Ig , 5 0 OMHz) : 5 3. 2 3 (s. 3 H) , 

3. 24 (s. 3H). 3. 75 (s. 3H), 4. 05 (s, 3H) . 

4. 06 (s. 3H), 6. 27 (d, J=5. 5Hz, 1 H) . 6. 69 (d, 
J =8. 5 Hz. 2H) . 6. 8 1 (d. J =9. 2H z, 2 H) . 6. 8 9 
(d. J=9. 2Hz. 2H) . 6. 91 (d. J=9. 2Hz. 2H) . 7. 
42 (s. IH), 7. 51 (s. IH), 8. 53 (d. J=4. 9Hz, 1 
H) 

®fi^#fffi (FD-MS. m/z) :4 7 3 (M"^) 

IISfe«ajl2 0 (Mm\) 

3. 4-v>'^oo7x— ;U4 h4^'>3^^->'l^^ h > 

m8SS©-hD;/:^> (10ml) 4^^ rl5iSa©T-y-;l/ (1. 081 g) 
timSi<OZ, 4-':^^aoOy^;I/^n K (2. 0 9 5 g) trt3»n°D©'l' 
«yx;Ut''^A(III) h 'j 7;l/;i-ny ^>x;U*;^- h (62 0mg) t:SD^> 
6 0 n^JCT 8 B#r^ai^ L tZo SJCzS^^tK i n d AT'^li^. D n * 

mM(0it^^^2 7 Omg^ iR^l O^T^fco 

■^H-NMR (CDClg. 500 MHz) : 6 3. 90 (s, 3H), 
6. 98 (d, J = 9. 2Hz. 2 H) , 7. 56 (s. 1 H) , 7. 58 (d. 
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J=l. 8Hz. IH). 7. 79 (d. J=9. 2Hz. 2H), 7. 84 
(d, J = l. 8Hz. IH) 

®«^«fiS (FD-MS, m/z) :28 0 (M"*") . 2 8 2 (M'^ + 2) 

^^Jl 2 0-C=^t/c3. 4-i^'^pa7i-;U 4-yh + v7i-;U >y h 
> (2 3 5mg) ^i^^'poy (2ml) {C7g»L. 7K?^T1. OM*'n> 
h'jyo$ K-S^^'nn^frJ^y^^g (7ml) ^U^. ^S* 2 Dfelti^ L 

^i^^ 173mg^JK$77 Hlr'^iz^ 

^H-NMR (DMSO-dg , SOOMHz) :d6. 91 (d. J = 
8. 5Hz. 2H), 7. 62 (dd. J = l. 8. 8. 6Hz. 1 H) , 
7. 68 (d. J=8. 5Hz, 2 H) , 7. 80 (d. J=7. 9Hz, 1 H) 
. 7. 85 (d. J = l. 8Hz. IH). 10. 55 (s. 1 H) 

S«^^*t (FD-MS. m/z) :266 (M"^) . 26 8 (M'^ + 2) 

IIJ6«»J1 2 2 

{4- [(6. 7 -i^/ h^'>-4-^J ')Jl) y^^Jl^} (3. 4 

-v?^po7jl^;1/) > (17 7) 

7;b=r>^MT. Hffi^^Jl 2 l-eM;t3. 4-'>^^'P07i^;U 4-tKo 
+ '>7ji-;1. 'yh^ (15 4mg) <l:4-i^^^>'l'7$ ^ f'J (7 7mg) 
(5ml) ttj^AtlM+JH^Uyte 3l^iam4-:^OD-6. 7- 
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'Ji V^'y^J <; > (1 2 9m g) 2 1 B^P^jD^iS L /Co SioM^i^ 

T-t?h> (2/1) r'Jg§3-rSSSi'U^y;U^n-7h^''77>f-{cJ:<?i|t$!{U 
aS©^k^i^^8 Img. iR^3 l%T'fifco 

^ H-NMR (CDC Ig , 5 0 0MHz) : <5 4. 03 (s, 3H). 
4. 07 (s. 3H). 6. 68 (d. J=5. 5Hz. 1 H) . 7. 28 (d. 
J=8. 5Hz. 2H). 7. 46 (s, IH). 7. 47 (s. IH). 
7. 60 (d. J=8. 5Hz. 1 H) , 7. 66 (dd. J = l. 8. 8. 6 
Hz, IH), 7. 90 (d. J=9. 2Hz. 2H). 7. 91 (d, J = 
1. 8Hz. IH), 8. 60 (d, J=4. 9Hz, 1 H) 

M^tFril (FD-MS. m/z) :4 5 3 (M"^) , 4 5 5 (M'^+2) 

iim^ji2 3 (Mnm 

4- (4-b Ko^->OvV^U) ^>y^hU^U 

%W9\2 2-e^fc4- h 'j-n-:/f-;i/^>-i h + v/y ^;U7iy-;u 

(1. 282 g) trt5iS5?i©4-'>7y^>V''r;l'^n U K (4 9 7mg) 
^p;^;^A (5 ml) IC^»?U rfJjRSOk'X ( h U 7 x-;U*X7 ^ :/) 

v'-^A (II) ^ou K (8mg) ^Atu 1 \n^iiWmm.\.f^o K^m,^m^ 

■i7A-e$£<iL3to METJIfttES*'^^/:^^ (8 5 9mg) ^xh5t Kd77 
> (2ml) ic^»?$-ti-^ (5m 1) i 6 Ni^^7ki§?fi[ (12ml) ^t^XX 

ntz^m.^^^'f >/im^ f - ^i-Tjggat- -5 >"j ^ y >'i' n h ^ ^ 7 ^ - ic j; 
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^H-NMR (DMSO-dg , 5 0 0MHz) :<56. 91 (d. J = 
9. 2Hz. 2H). 7. 67 (d, J=8. 5Hz. 2 H) . 7. 80 (d. 
J = 7. 9Hz, 2H). 8. 01 (d. J=8. 6Hz. 2H). 10. 57 
(s, IH) 

m&^tSrm iFD-MS. m/z) :223 (M"^) 

mmm 124 

4- {4- [ (6. 7--:^^ h4^'>-4-^y'J;l/) ;f^S/3 K 
( (17 8) 

7J\^::fymMT. m&mi 2 3T'^#fc4- (4-t Ko + i/A:>y^;i,) k> 
y-^ h U;l. (2 3 Omg) t 4 - :^ ^Jl7 i ^ t'U (1 3 8mg) ^-^i/ 
U> (5ml) 4"^Atl^©+ffiif tfco l^P^^4-^'nn-6. h 
+ ->+y'J > (2 3 Omg) *^D;t^ 2 0 i^HADllftiiS^lE L fco SlSS^^^^tSfO 
^S?7Kfl:^ h 'j A7K^?g<!: n n *;UA-tr^i®^> ^ a o t^JlAm^MTmm 

Wk. Hlw iJ' p D ( 5 / 1 ) T'Jg§it -SM •> U y^b^ p 

-^hifyy^-izji^linmu mm<Oit^!&i^l 9 9mg> iR^4 7%-e?iy;:o 

^H-NMR (CDCI3, 500 MHz) : 6 4. 03 (s. 3H). 
4. 0.6 (s. 3H), 6. 68 (d. J=5. 5Hz. IH). 7. 29 (d. 
J=8. 5Hz. 2H). 7. 45 (s. 1 H) . 7. 46 (s. 1 H) , 
7. 82 (d. J = 7. 9Hz. 2 H) , 7. 90 (d. J = 8. 6Hz, 2 H) 
. 7. 91 (d. J = 8. 5Hz. 2H), 8. 60 (d, J=5. 5Hz. 1 
H) 



wo 97/17329 



122 



PCT/JP96/03229 



®fi^«f^ (FD-MS. m/z) :410 (M^) 

mmmi2 5 (##^) 

miSSi©-huy ^> (1 Om 1) mB5a©T^v-;U (1. 0 8 1 g) 
<tmflSia©2-y f-;b^>V*^;U^n 'J K (1. 5 4 6 g) tWWiSiO^ yfJl 
t'«:7A(III) h^}yjVyta/^y7.J\^t>:7-''-h (6 2 0mg) ^m^^ 6 OViz 

^m^l. 6 7 9 gx iR$7 A%X'mza 
S*^#Hi (FD-MS, m/z) : 226 (M"^) 

mMmi2^ (Mnm) 

6 6 0 g) ^^Do;J-.;UA (10ml) {c^PL> :?K?^T1. OM^i^o^ hU^ 

uiv-'ji^uui^yTm(.2^m\) ^m^. msj^m^Ltz^ iwm^ 

IE{::1. OM:J?n> h ';:/d = K-v?^ ony :^ (1 5ml) M 

U!^2mi^Lftmjm'^^^mi 2 1 ii^^o^ftT-^iisLx Mo^b 

^^■1. 50 1g> iR^9 6%T-?t^o 

^H-NMR (CDCI3. 500 MHz) .6 2. 30 (s, 3H), 

6. 87 (d. J=8. 5Hz. 2H) . 7. 22-7. 29 (m. 3 H) . 

7. 37 (td. J=l. 2, 7. 3Hz. 1 H) . 7. 73 (d, J=8. 5 
Hz. 2H) 

Sfi^tfrffi (FD-MS, m/z) :2 12 (M"*") 
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mmmi 2 7 

{4- [(6. ')Ji:) (2-y 

^;l/7x-;l/) (18 0) 

ijn^b yh>(l. 3 34g) i4-i^y^;l'Tiy fg>'> (8 4 5mg) 
^^i/l/^ (1 Sml) ctJ-^Atl^Stt^ai^L/ro lB#Fa1^4-^OD-6. 7 
h + '>+y 'J > (1. 4 0 6 g) ^JQ^> 2 3I^FFHm^il^«tL/;:o ^JES 

-i-j:»)fsas!^. Mic^^-9->/T-feh> (2/1) 'nmmt^mm'y')ti¥)i 

^n^h/77^-{cJ:t)f|IS!L> mmoit^^l. 2 5 8 g^ iR$5 0%T' 

•"^H-NMR (CDCI3. 500MHz) : 5 2. 37 (s, 3H). 
4. 02 (s, 3H), 4. 06 (s. 3H), 6. 65 (d, J=4. 9Hz, 
IH), 7. 23 (d. J = 8. 6Hz. 2H). 7. 25-7. 35 (m, 
3H) . 7. 3 9-7. 4 2 (m. 1 H) , 7. 4 5 (s. 1 H) . 7. 4 6 
(s. IH), 7. 91 (d. J=8. 5Hz, 2H). 8. 57 (d. J=5. 
5Hz. IH) 
M^tfffift (FD-MS. m/z) : 399 (M"^) 

wmi 2 8 

{3- [ (6, 7-i^>>< h^i/-4-^y'J;b) yjL-AA 7ai^;l/> 

(181) 

4-^oa-6. 7-i^V h + i^+y U > (1 1 2mg) tmiRa©3-fc K 
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o + :/^>V-7xy > (2 9 7mg) <&S^U 1 7 OV^l O^mmnUzWi. 

RIt.s^^^+1^ >/T-ir h > ( 2 / 1 ) T-mmt mm > u * w ^ o ^ h 

^ H-NMR (CDC Ig . 9 OMz) : 5 4. 0 4 (s. 3 H) , 4. 0 5 
(s, 3H). 6. 53 (d. J=5. 3Hz, IH). 7. 34-7. 88 
(m, IIH). 8. 53 (d. J=5. 3Hz. 1 H) 

MM^^m iFD-MS, m/z) :38 5 (M^) 

2-yu^}l 4-b Kn^'>7x— ;U 
(1. 28 2 g) «i:mfl55a®2-7P^;U^a'J K (3 9 2mg) =^i7uu^^Jl 

A (5ml) Kmmu masaofx (.h^) yx.-jit^7.y^ » /x-^e^-^A 

(II) ^^oi; K (8mg) ^Ati. 1 H^FbIS^lL/Io SfGzl^i^^llWJ 2 3 

Lfco ^^ET^^«Si^^i^^ii (66 2mg) >&xh7t Kn75> (2ml) 
imm^^. tK (5m 1 ) i 6 Nig^TK^fS^ (12ml) ^tO^T S^rMUaUm 
ML /Co 1 2 3<i:|5|^©:erjiT*[iSL. mMOit^^2 1 

8m JR$3 9%T-^§/io 

^H-NMR (DMSO-dg, 50 0MHz) : 56. 76 (dd. J = 
1. 2. 3. IHz. IH). 6. 91 (d. J=8. 5Hz. 2H). 
7. 33 (d. J=3. IHz, IH), 7. 87 (d. J=8. 5Hz. 2 H) 
, 8. 06 (d. J=l. 2Hz. IH). 10. 39 (s, 1 H) 

®fi^J#T<i (FD-MS. m/z) :188 (M"^) 
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2-7o-<;U- {4- [ (6. 7-v>'> h^'y-A-^J 'J ;U) ;t4^i/3 7x 
(18 2) 

TJlrf>%mT. mmmi2 9X''^tz2-ya^jl 4-t KD + v/:7i^;U 
yh> (2 0 5ing) <i:4->>Vf-;U7i y t'U i^:^ (14 6mg) ^^'yU 
> (5ml) il3-.An^S*!tJ*Lfeo llNFram4-^DD-6. 7-i?yh + 
•>+y U > (2 4 4m g) =^:UaA.. 2 0 ^fam^iii^fL L /Co JKfCS^^fiSfD^ 

i^oosj-wuA/stKjnf-yu (5/1) X'mm-i>nmiy^)ti¥)i^urzYif 

7 7-f-{cj:»9i^S!U ^)S®{t^^l9 2mg. iR'$4 7%T^yro 

^H-NMR (CDClg. 5 00MHz) : d A. 03 (s. 3 H) . 
4. 0 7 (s, 3H) . 6. 6 3 (dd. J =1. 8, 3. 7 Hz. 1 H) . 
6. 65 (d. J=5. 5Hz. 1 H) . 7. 28 (d, J = 8. 5Hz. 2H) 
. 7. 32 (d. J=3. 7Hz, 1 H) . 7. 47 (s. 1 H) , 7. 48 
(s, IH), 7. 73 (d. J = l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz. 2H). 8. 58 (d, J=5. SHz. 1 H) 
S«^#fM (FD-MS, m/z) : 3 7 5 (M"*") 

m^mi^l (#%«»J) 
4-;< h^'>7a:^;l/ 3-y f->b7aL^;l/ 'rVy 
rUIga®-ho;<^> (5ml) ttJ^ miRSOT-V-;!/ (54 Img) irfJ 
BSDa0 3-;'^;l/^>y-r;l/^'o<j K (7 7 3mg) tx^WLSx(0 7.ti y ^ 
(Ill) h'J7;l/;j-oy^>'X;l/*;f- h (4 9mg) ^Sd^> QO'QlzxiWSL 
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5mg. IR^5 6%T-?§/Co 
K«5J#rffi (FD-MS, m/z) :226 (M"*") 

njfe^ji 3 2 (.m^m) 

(6 0 3mg) ^i^i^uu/^> (3ml) tcmmU 7K?^T1. OM.t'n> h 

•jyoi K-i^^ony (1 1ml) ^m^. m^^m^ifzo 22m 

m^Kiom^^^mmm 121 tmm(D:^'AX'mmu mmoit^i^^ 316m 

■•^H-NMR (DMSO-dg . 5 00MHz) :<52. 3 8 (s. 3H), 

6. 89 (d. J=8. 6Hz. 2 H) , 7. 3 7~7. 47 (m, 4 H) . 

7. 65 (d. J=8. 6Hz, 2H). 10. 42 (s. 1 H) 

(FD-MS. m/z) :212 (M"^) 

mmmi 3 3 

{4- [ (6. 7-'J>t h^'>-4-^y '>)>>b) ^^jy} 7x-;U} (3-^ 
^;l>7x^;l/) y > (18 3) 

7JU=f>Wfir. mmmi3 2X'^^ti4-t\^'n^i^yj^^Jl 3-/i-jly 
x-^b (3 0 7mg). <h4- J^;/^>'b7 i y t°'J •:^> (1 9 4mg) ^ 

+ ->l/> (5ml) 4^'vAn^Z&>t««J^Lfco U^P5^4-:^OD-6. 7-i^ 
y h + U > (3 2 4mg) 2 3 i^P5 »D»j8»E L SiG^i^^ 
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mmm 12 2 1 mm<D:^m-C'!m u mmoit^^ 262mg. jR^45%-e 
mfzo 

^H-NMR (CDCI3. 500 MHz) :<52. 44 (s. 3H), 
4. 03 (s. 3H), 4. 06 (s. 3H) . 6. 66 (d. J=4. 9Hz. 
IH). 7. 27 (d. J=8. 6Hz. 2 H) . 7. 38 (t, J = 7. 3H 
z. IH), 7. 41 (d. J = 7. 3Hz. 1 H) . 7. 46 (s. 1 H) . 

7. 4 9 (s, IH) . 7. 5 9 (d, J =7. 3 Hz. 1 H) , 7. 6 4 (s. 
IH), 7. 93 (d. J = 8. 6Hz. 2 H) . 8. 57 (d. J=5. 5H 
z. IH) 

nm^^m (fd-ms. m/z) : 399 cm"*") 

4-b Ko^->7x^;U 4-^hP7x-;l/ -!rh> 
HJSB^ 2 2 T-^fc 4 - h U - n - yf^;U5^ > - 1 - ^ h + •> y x y -;U 
(1. 2 8 2 g) tf^m^a(0 4 --\^ aK>V^ JU^^ ') K (5 5 7m g) 
no,+;bA (5ml) IzMmU rfJBRS©t'X ( h 'J 7x^;U;^X7>f » 

(II) iJ'nU K (8mg) ^Ati^ 2 3 KpF^tWlfeSgft L fco Slc?}!^^ 

^^-c^mtfto mEETrnm^^^^tzmm a. o 4 7 g) t kp^ 

7> (4ml) {CifjS^-ti-. tK (5m 1) i6NigK7k^^ (1 5ml) 

TiiJfejDiiiSifELfeo MiSzi^'fe^iiiSte^'Ji 2 3 tmm:^mx'mmu mmo 

it^^ 398mg. iR^55 %X'%fZo 

■"•H-NMR (DMSO-dg , 5 0 OMHz) : <5 6. 9 2 (d. J = 

8. 6Hz. 2H). 7. 69 (d, J=8. 6Hz. 2H) , 7. 89 (d, 
J=8. 5Hz, 2H). 8. 36 (d. J=8. 5Hz. 2H) . 10. 62 
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(S. IH) 

(FD-MS. m/z) :24 3 (M"^) 

(4- [(6. 7--yy K^->-4-4^yU>'U) ?)-^'>3 (4-.:::. 
ho7j:-;l/) /^Jy (18 4) 

T^u^^^^^iKT. HJfelWl 3 4-e(i/;:4-t KD + >7i:=-;l. 4-^hP7 
x^;b >«rh> (3 7 0mg) <i:4-^-/f--'l'T ; y f'J i^'> (2 04mg) ^ 
+ v/l/> (5m 1) tti-v.AtiMia4^«if L/Co lNrrBm4-i^DD-6. 7-->" 
y h + ->+y U > (3 4 Omg) ^Jn;tx 2 3^m*ftSML^o RJES^^ 
HWJl 3 0 <»:|Hl«cD:;^j*T-^®L. M©^[:^»2 3 8 m g . JO?^ 3 6 %-r 

^H-NMR (CDC Ig . 5 0 0MHz) :64. 0 3 (s, 3H). 

4. 07 (s, 3H). 6. 69 (d. J = 4. 9Hz. 1 H) , 7. 29 (d, 

J = 8. 5Hz. 2H) . 7. 44 (s. 1 H) . 7. 47 (s, 1 H) . 

7. 93 (d, J=9. 2Hz. 2H). 7. 96 (d. J=8. 5Hz, 2H) 
, 8, 37 (d, J=8. 5Hz. 2H). 8. 60 (d. J=5. 5Hz, 1 
H) 

S*:^«fffi (FD-MS, m/z) :43 0 (M"*") 

mmmi3 6 (#%^) 

(1. 2 82g) imiRSOf^D-o^r^U^DU K (6 6 4mg) ^^dd* 
-(UA (5m I) ic^lSL^ mflSM®t:x (h 'j7x^;L"+^X7>r » ^n'^v^-^A 



wo 97/17329 PCT/JP96/03229 

129 



(II) ^'□•j K (8mg) ^Ati. irniammmttzo m.ft:^m^^^mmm2 3 

Lfco METSiiS^^flfc^M (1. 0 3 0g) ^xh^tKD77> 
(2ml) iz^m-^-^. tK (5 m 1) i 6 NigM7k^?S (12ml) ^M^X 

10.5 mmmfmm i Kf^^m^mmmm 123 1 mm(o:^mx'mm u 

mm(D^t^m^2 1 2 m g. JR^2 9%X'mfZo 

^H-NMR (DMSO-dg , 500MHz) -.6 6. 15 (s. 2H). 
6. 88 (d. J=8. 6Hz. 2H) . 7. 04 (d, J = 7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz. IH). 7. 24 (dd. J = l. 8. 7. 
9Hz. IH). 7. 62 (d. J=9. 2Hz, 2H). 10. 34 (s. 1 
H) 

M^tffM (FD-MS, m/z) :242 (M"^) 
Sli6fyi3 7 

{4- [(6, 7 -'J/ ')Jl) :t^>'l y^^-Jl} (3. 4 

-yf-i/>':^;f4^i/7x-;i/) (185) 

T;Un*>^ggT. llJfe^l 3 6tr^^4-t Kn + i/^x-^U 3. 4-/^ 
1/ > ^ h > (2 0 2 m g ) i 4 - v ^ ^^^l-T ^ y f 'J v > 

(112mg) =^Jri/ly> (2ml) 4"^Atimiat«SJ^Lyio ll^Pam4-:? 
no- 6. 7--:^^ h + iz+y U > (18 7mg) ^-jtax.. 2.0NfP^Jnlftaift L 
/Co SJ5zi^^ll»J 12 4 <i:|H|^<0:^^T'A!i.S L. mMOit^^ 13 5m 
g^ |R*3 8%-C?i/io 

■^H-NMR (CDClg . 5 0 OMHz) .5 4. 0 4 (s, 3H) , 
4. 06 (s. 3H). 6. 09 (s. 2H) . 6. 64 (d, J=4. 9Hz, 
IH). 6. 89 (d. J = 7. 9Hz. 1 H) . 7. 26 (d. J = 8. 5H 
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2. 2H) . 7. 3 8 (d. J =1. 8 Hz. 1 H) . 7. 4 1 (dd. J = 
1. 8, 7. 9Hz, IH) . 7. 46 (s. 1 H) . 7. 49 (s, 1 H) , 
7. 88 (d. J=8. 5Hz. 2H). 8. 57 (d. J=4. 9Hz. 1 H) 
®S^^*f# (FD-MS. m/z) :42 9 (M"^) 

Il]!fe«ail3 8 

mSR550- h n y > (10ml) miRiS©T-V-JU (1. 0 8 1 g) 
«!: rt3lRS,cD 3 - ( h U 7;U;=i-a ^ f-^U) OvMyU^'a'J K (2. 0 8 6 g) i 
TfJflRiSiO'i' ryr;Utf':7A (III) hU7;l/;i-ny^>x;U:^^- l> (6 2 0mg) 
6 O'CtcTlBfeit^L/Co SJSS^i^^^WJl 2 0il^^©:^^-eM 
^(Dit^^^T 1 9mg. JR$2 6%X'mfZo 
^H-NMR (CDC Ig , 500MHz) : <5 3. 91 (s. 3H) . 

6. 99 (d. J=9. 2Hz. 2 H) . 7. 60~7. 64 (m. 1 H) , 

7. 80-7. 83 (m. IH). 7. 82 (d, J=8. 5Hz. 2 H) . 
7. 9 3-7. 94 (m. IH). 8. 01 (s. 1 H) 

SS5J#fffi (FD-MS. m/z) :28 0 (M"*") 

mmmi3 9 (#%«»j) 

3- h 'J 7;l/;}-ay f-;b7x~;l/ 4 - b Ka4^'>:7 jL.^;b >!rh> 
HSI^'III 3 8-efi^3- hU7;b;i-nyf-;U7x-;l/ 4-^ h + '>7x-;l/ 
>yh> (6 5 7mg) ^N. N-'J/'f-Jlt^JlATi K (35ml) {C^gf)SL> 
:^ h U '^7Af-;*-y h + i' K (411ml) ^to^. T;b3*>mMT7 I^P^JUlfeiS 

^fELy=o Rj£:s^#i^iiifefi^3 3 <»:i^«®:&^-eA!iaL. mm(o^tm^4 5 4 

mg, J|X^7 3%T'?#y::o 
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"•H-NMR (CDC Ig . 5 0 0MHz) :6 5. 8 5 (s, 1 H) . 
6. 94 (d, J=9. 2Hz, 2 H) . 7. 62 (t. J = 7. 3Hz. 1 H) 
. 7. 78 (d, J=9. 2Hz. 2H) . 7. 83 (d. J=7. 3Hz. 1 
H) , 7. 93 (d, J=7. 3Hz, IH), 8. 01 (s. 1 H) 



mmmi4o 

(3- m 7;U;tD^^;l/7ji.:^;U) (4- [ (6. 7 h4^'>- 4 
yj^b) ^^'>:\ yjL^M ^^jy (18 6) 

T;i/3*>^«tT. IUS0>J1 3 9-e?#;t3- h ';7;U>t-oy^;l.7xJ::.;l' 4- 
t Kn4^v/:7i-;l/ h> (4 3 2mg) «»:4-:5'un-6. 7->?yh + '> 
4-y U > (3 6 3ing) ^v'if-PV/'J n-^bv^y (1 Om 1) 

{^^^^#. 1 6 Ot*l l^rplMii^tL^o St&M^tl^iafO^SJTK^i- h 

(5/1) T-ig§a^S^Mi>y*W^n^h/77'f-{ict02^SiU ^ 
©-fb^^^ 204mg, iR^28 %T?^^o 

^H-NMR (CDC Ig , 5 00MHz) : <5 4. 0 3 (s. 3H) , 
4. 07 (s, 3H). 6. 69 (d, J=4. 9Hz. IH), 7. 30 (d, 
J=9. 2Hz. 2H) . 7. 47 (s. 2H). 7. 66 (t. J = 7. 9H 
z, IH). 7. 87 (d. J = 7. 9Hz. 1 H) . 7. 92 (d, J=9. 
2Hz. 2H). 8. GO (d. J=7. 9Hz. IH). 8. 08 (s. IH) 
. 8. 6 0 (d. J=4. 9Hz, 1 H) 

Sfi^^M (FD-MS. m/z) :45 3 (M"^) 
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IUfe^J14 1 

rUISao^ h D ^ ^ > (5ml) ifi^ iUHSSiOT-V-^U (0. 5ml) irfT 
ISa©'>^a'\+1f>*;U;K— .'l/^o U K (0. 6 3ml) irfJlSSO'T y 
f-i^ACIII) h'j7;l/;tn;'^>x;l';^^-h (2 8 8mg) «-jD;t. 6 O'CJC 

^'ov h^^^7^ -{ci:t)IISiU mmoit^^b 1 7mg. JiX^5 l%■^^§ 

^H-NMR (CDClg. 500 MHz) : 6\. 21-1. 88 (m. 
lOH), 3. 19-3. 25 (m. 1 H) . 3. 87 (s. 3H). 6. 93 
(d, J=9. 2H2. 2H) , 7. 94 (d. J=9. 2Hz, 2H) 
MS^^fM (FAB-MS. m/z) :2 19 (M'^+l) 

mmiA2 (#%W 

Hife^^l 4 li^ntLA-'y^^ o'\+i/;U*;U'-K-;U- 1 ->/ h4^'>^>-lf > 
(5 1 7mg) ^N. N-e^y f-;U'tol//K7i K (20ml) {C^i?U :^ h 'J 
C7A^;j-y h + i/K (5 3 8mg) <£rjD^. T;l^3'>mMTlB#r^Jni^«£L/;:o 

4 8 7mg. JR$9 3%T^fco 
^H-NMR (CDC1„. 500 MHz) : 6 1. 23-1. 88 (m. 
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lOH). 3. 19-3. 25 (m, 1 H) . 6. 06 (b r s. 1 H) . 
6. 89 (d. J = 8. 6H2. 2H). 7. 90 (d. J=8. 6Hz. 1 H) 
Sfi^^f^a (FD-MS, m/z) :204 (M"*") 

14 3 

4-'>^n^^'>;U^;l/;K~;b-l- [(6, 7 - h^'>- 4 -^yj 
;j-^'>] ^>-tf> (18 7) 

7JUzf>mtf^ HJfeMl 4 2 -e^|fc4 - 0^+ 1 - t 
Kn+'>/<>-tf> (27 3mg) <l:4-^^no-6. 7-v^y h+'> + y U > 
(1 0 Omg) ^v^ji^U>:r>J n-;l/>'yf-;Ujri-x;b (0. 2ml) ic^jg 

^■ti-. 1 6 ot*3 o^mtnLfzo Kjm^^mmmmii^mi' h u -^atk^ 

^H-NMR (CDClg. 500MHz) : 6 1. 21-1. 93 (m, 
lOH), 3. 2 4-3. 29 (m. 1 H) , 4. 03 (s. 3 H) , 4. 06 
(s, 3H), 6. 60 (d, J=5. 5Hz. 1 H) . 7. 24 (d. J = 
8. 5Hz, 2H) . 7. 45 (s. 1 H) . 7. 47 (s. 1 H) . 8. 05 
(d. J =8. 5 Hz, 2H) . 8. 5 5 (d, J = 5. 5 Hz, 1 H) 
Mfi^tffM (FD-MS, m/z) :39 2 (M'^+l) 

mMmi4 4 (#%flj) 
2- h 'J 7;l/;toyf-;l/7a:— 4-/ h^v/7jL— ;l/ -!rh> 
rfJiSiaO- h D ;t ^ > (10ml) cfi^ mi5ia©7- V-^U (1. 0 8 1 g) 
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<i:TfJBSa©2 - (hU7;b;4-oy^;U) '^^W^i/^oU K (2. 0 8 6 g) <!: 
rfJBRSO'T •yx;Ut''>A(III) h y / ^ ^T^Jlt^:^- h (6 2 0mg) 

SS!L. ^0<b^»l. 4 0 2 g. iR^5 O%r'^i/:o 

^H-NMR (CDClg.SOOMHz) : 6 3. 88 (s. 3H). 
6. 93 (d. J=9. 2H2, 2H). 7. 37~7. 39 (m. 1 H) . 7. 

6 0-7. 6 3 (m. 2H). 7. 75 (d, J = 9. 2Hz. 2H) , 7. 7 
3-7. 7 8 (m, IH) 

KM^tffffi (FD-MS. m/z) :2 8 0 (M"^) 

lim^J14 5 (#^«^) 

2 - m 7;U:toy ^>'b:7 jL.=.;U 4 - b Kn^i/7;i:— ;t/ 
Ute^^l 4 4T-?i/::2- h ') 7>'U;i-n/ f-^l/^x-^b 4-y h + i^7i^;U 
y h> (1. 4 0 2 g) ^N. N-'J/^Jlt>Jl^J^Ti K (15ml) {cgj^Lx 
^ h 'J ':7A5^;t> b + v/ K (8 7 7mg) ^m^. T Jl^'>nWF 4 V^mtQim 

1. 0 5 0 g. JR^7 9%TmtZo 
■^H-NMR (CDCI3. 5OOMH2) :<5 5. 8 8 (s. 1 H) . 

6. 87 (d. J=8. 5H2, 2H). 7. 37-7. 38 (m. 1 H) , 

7. 58-7. 63 (m, 2H). 7. 71 (d, J=9. 2Hz, 2 H) . 7. 

7 6-7. 7 8 (m. 1 H) 

@«^*Ff^ (FD-MS. m/z) :2 66 (M"*") 
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IIJfe^J14 6 

(2- h 'J ^^l/j^gy ^;U7x~>>l/) (4- [(6. 7 h^'>- 4 

TJl^'y^Mr. mMmi a h-^nt^l - h •J7;U:tn/f-;b7i^;b 4- 
tKn + v/7i^;U ^h> (9 5 9mg) eh 4 - ^JbT $ y fj >^> (4 
84mg) ^+->l/> (7ml) ^-^Kn^^^W^X^fZo I^^MlA-^uu 
-6. 7-v^^ h + ->+y >J > (8 0 5mg) ^»D^. 1 ttmil^it L RJC 
'&L^m:Wm\\ 3 0<!:l^«l©:3?}S«aL. ^©{b^^S 9 9mg. JR$ 
5 5%-e?§y=o 

^ H-NMR (CDCI3. 500 MHz) :<54. 01 (s, 3H). 
4. 06 (s, 3H). 6. 67 (d. J = 5. 5H2. 1 H) . 7. 22 (d. 
J=9. 2H2. 2H). 7. 42 (s, 1 H) , 7. 42-7. 44 (m, 1 
H) . 7. 45 (s. IH). 7. 62-7. 68 (m. 2 H) . 7. 80- 
7. 81 (m. IH). 7. 87 (d, J = 8. 6H2. 2H). 8. 58 (d. 
J=5. 5H2, IH) 

Sfi^^fffi (FD-MS, m/2) :45 3 (M"^) 



4 -n-yf-;l/7x— ;U 4-y h4^'>7x— ;U 

01555®- hny:^> (10ml) 4"^ fUBSSOT-V-^U (1. 0 8 1 g) 
<i:mSSa©4- (n-7'f-;l') )\,^ u\) K (1. 9 6 7 g) imflSS© 

>r»y7^;l/tr">A(III) h 'j7;U;t-ny^>:?^;Uj^s;^- h (62 0mg) 
6 O'Clcre^P^aif Lfco SlCil^^^llSfeMl 2 0 <i:f^«6©:arjST'toSL. 
^©Ik^i^^S 6 3mg. JR^3 2%-elifco 

^H-NMR (CDCl,. 5OOMH2) :<50. 95 (t, J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3. 7. 3Hz. 2H). 1. 64 (q 
uint. J = 7. 3H2, 2 H) . 2. 69 (t. J = 7. 3H2, 2 H) . 
3. 89 (s. 3H) . 6. 96 (d. J=9. 2Hz. 2H). 7. 27 (d, 
J=8. 6Hz. 2H). 7. 69 (d. J = 8. 6H2. 2H). 7. 82 

(d, J=9, 2Hz. 2H) 

M^tlf^fi (FD-MS. m/z) :2 6 8 (M"^) 

HJfe^Jl 4 7-e^/::4-n-y5^;U'7i->»U 4 h + ^rV'y 
(8 6 3mg) ^N. ]^-i/:^=f-)l-^^)ll^Tl K (5 0m 1) {C^^L. :^ h 'J 
^L.^ir^ h + v/K (56 3ing) «:J]D;i. 7;l'=i'>m^{tT7I^P^3!raiiili^L/::o 
SlD:S^*IIJfe«»J3 3i|Hl^©:3&}4Ti!lSL^ MMOit^^'S:! 8 7mg. JR 
^9 6%Tlifco 

^H-NMR (CDCI3. 5OOMH2) : 6 0. 95 (t. J=7. 3H 
z. 3H). 1. 38 (tq. 3 = 7, 3. 7. 3Hz. 2 H) . 1. 64 

(septet, J = 7. 3Hz, 2H), 2. 69 (t. J=7. 9H2, 
2H) . 6. 35 (s. IH), 6. 92 (d. J=8. 5. 2H). 7. 28 

(d. J=7. 9Hz. 2H) . 7. 69 (d. J=8. 6H2. 2H). 
7. 7 7 (d. J =8. 5H2, 2H) 

KS^^tffM (FD-MS. m/2) :2 54 (M"^) 
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(4-n-r5^;U7x-;l/) {4- [(6. 7 -'J/ h^'y- Jl) 

y^^M ji^jy (4 0) 
7)VzSy%mr^^ Hife^^Jl 4 8Ti§/r4-n-^^;U:7x-;U 4-tKD + 
'>7x-;U >!rh> (72 7mg) i4-^DD-6. 7-vyh + '>+y'J> 
(6 3 9mg) ^-:;jcf-u>^Un-;Uv?;/^;Ui-Tr;b (10ml) \zJ^m^ 
1 8 Ottfl O^mMS^SL/iio ^^2i^^^^:laf^^®^:^ h 'J -^AtK^^ 

Omg. JR^3 2%Tl#fCo 

-•■H-NMR (CDClg. 500 MHz) : 6 0. 95 (t. J=7. 
3H2. 3H). 1. 38 (tq. 3=7. 3. 7. 3Hz. 2 H) . 1. 62 
~1. 68 (m. 2H). 2- 71 (t. J=7. 3Hz, 2H), 4. 04 

(s. 3H). 4. 07 (s. 3H). 6. 65 (d. J=4. 9Hz, 1 H) . 
7. 26 (d. J=8. 5Hz. 2 H) , 7. 31 (d. J = 7. 9Hz. 2 H) 
, 7. 46 (s. IH), 7. 49 (s. 1 H) . 7. 76 (d, J=7. 9H 
z. 2H). 7. 92 (d. J=8, 5Hz. 2H). 8. 58 (d. J = 
5. 5Hz. IH) 

M^^ii (FD-MS. m/z) :44 0 (M"^-l) 
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rtTl5D°DO- hoy (5ml) mSS^o^T-V-^U (54 Img) <hm 
aSn'?>0 3-7;b;4-nK>y^;l/^n >; K (7 9 3mg) ttmLSx(D7.ij 'y'J'^J^ 
(III) hU7;U;}-oy^>x;U;h^>-h (49mg)«•m^ 60'C{wT3BP^ 

m^t s u ;57 y ^ D V h r 7 7 >f - ic i 0 fisi L. mmoit^m^ 5 8 5 m 

TO5 l%Tjifco 
Sfi^tFrM (FAB-MS. m/z) :23 1 (M"^+1) 

llifeFiJl5 1 (#%W 

4 - b Kp4-->7 j:— ;!/ 3-7;l/;j-o7xJi;b yh> 

(5 8 Omg) ^S>^nny (5ml) {c^j|?U ^?#T1. OM;Kn> h 
tjyn$ K-i?^ony (2 3ml) ^Jn^. m^^Z^W^LIZo W. 

mm^^m^ms,m i. 2 1 i ii:^®:;^sr-*!i3i l. mmoit^^ 4 0 2 m g , jr 

^H-NMR (DMSO-dg. 5OOMH2) :66. 91 (d, J = 
8. 5H2. 2H). 7. 44~7. 49 (m, 3H), 7. 57-7. 61 
(m, IH). 7. 68 (d. J=8. 5H2, 2 H) . 10. 51 (b r s. 
IH) 

Mfi^tffM (FAB-MS. m/z) :217 (M'^+I) 
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mmmi5 2 

{4-[(6. 7-S?y h^>>-4-^y U^U) ^^'>] (3-7 
;U;^o7x-;U) / ^jy (17 6) 

7Jl^>nMT. mmmi 5 lTl#/c4-t KD+>7i-;l. 3-7;U;tP 
7i-;U -^rhy (3 7 3nig) i 4 -S^^ ^^1^7 ^ ^ f'J (2 32mg) 
*^->U> (5ml) ^'^An^S^fil^Lfco 3I^PBlg&4-:5'nD-6. 7- 
i^/ h + 'J > (3 8 6mg) ^j!in;i^ 2 ll^rBlM:§^gL/::o Sl&M^^ 

^^l^mt. M{w^^nci:^;I/A/g^i6i^;U (5/1) r-mmt^mMi^^JiJ^ 
Jli^u^h^vy^ -iZj^^O^mU ^(Dit^i&i^48 4mg. JtX$7 0%T' 

■••H-NMR (CDClg. 50 0MHz) : 6 4. 0 4 (s. 3H) , 

4. 07 (s. 3H). 6. 67 (d. J=4. 9Hz. 1 H) . 7. 28 (d. 

J=7. 9Hz, 2H). 7. 31~7. 33 (m. 1 H) , 7. 46 (s, 
IH). 7. 47 (s. IH). 7. 48-7. 53 (m. 2H) . 7. 59- 

7. 61 (m. IH), 7. 93 (d. J = 8. 6Hz, 2H), 8. 59 (d, 
J=5. 5Hz. IH) 

nm^mm. (FD-MS, m/z) :40 3 (M"^) 

Hfill^l 5 3 

N- {4- [ (6. 7-'J/ h^iy-4-^±'/V^J\^) ;j-^i/3 7x-;l/} 
-N^ - (2-^ h^'>7x-;l.) "^Uy (1 1 3) 
6. h + '>-4- (4-7i>'7xy+>') (1 OOmg) 
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^h;bji> (10ml) izmUmmLtz'^^ 2-y h^i/yj^^Jl^Vi^Ji— 
h (0. 3 6ml) AO^ffSmmtmLfZo ^S^^D 

n.+.;bA/y (1 0 0/1) ^ <^;:l^T^' n o:^;^A/T^? h > (5/1) 

-eggg-f S >; * y ;U;^7 5 A ^ a -7 h r 7 7 >f - ic J; US! BMOit^^ 
1 1 2mg^ iR^7 5%T-'#^o 

^H-NMR (DMSO-dg . 500MHz) :<53. 90 (s. 3H), 
3. 98 (s. 3H). 3. 99 (s. 3H). 6. 90 (t. J = 7. 9Hz. 
IH), 6. 96 (t. J = 7. 9Hz. 1 H) , 7. 03 (t. J=7. 9H 

2. IH) . 7. 2 3 (d, J =9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) . 
7. 5 5 (d. J =9. 2 Hz, 2H) . 7. 5 7 (s. 1 H) . 8. 1 5 (d. 
J = 7. 9Hz. IH). 8. 25 (s. 1 H) . 8. 55 (s, 1 H) . 

9. 44 (s. IH) 
M^WM(FD-MS. m/z) :44 6 (M"^) 

Hi&^l 5 4 

N- {4- [ (6. l-'J^ h^->-4-^^'/'J-;U) ^^v] 
-N^ - (3-y h^'>7x^;l^) ^VT (1 1 4) 

6. 7-i?/ h + '>-4- (4-7$ y^xy + v/) > (1 0 Omg) 

^hJl^Ji> (lOml) iztammmifz'^. S-^ V^^y-P ^=-)\^^V'y7±- 

h (0. 3 6ml) ^m^. A^a^mmfmmLfz^ i^s^^d 

D*;bA/y (1 0 0/1) . 2fel>T^DD;^;UA/7-b h> (5/1) 

lrJg§at--5 U -h ^JVti ^ A ^ D ^ h 7 - {c J: t) ffiSi ^(Dit^^ 
3 Img, JR^2 196-e^yio 
^H-NMR (DMSO-dg, 50 0MHz) : 5 3. 74 (s. 3H). 

3. 98 (s, 3H). 3. 99 (s. 3H) . 6. 56 (d, J=7. 9Hz. 
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IH). 6. 96 (d. J=7. 9Hz. 1 H) . 7. 15-7. 25 (m. 
4H) . 7. 3 8 (s. IH) . 7. 5 3-7. 6 0 (m. 3 H) . 8. 5 5 
(s. IH). 8. 76 (s. IH). 8. 81 (s. 1 H) 

(FD-MS. m/z) :446 (M"^) 

m&m 15 5 

N- {4- [ (6. 7-->y ^^->-4-^:^v•'J-;U) ;j-^'>] 7jl^;U} 
-N' - (4-y h^'>-7x-;l/) '^UT (9 9) 

6, 7-5^y h + v/-4- (4-T$ + > (8 Img) 

^h^bi^ (5ml) KMimmitz'^^ 4-/ h + '>7x^;U^V'>T:>— h 
(0. 2 9ml) *Jd^, 40^mUaimi^Lfto VTlHLizmW^mLU hJl 

^>r'im Lmm(Dit^^^ e o m g. jr^4 9 nx-mtzo 

^H-NMR (CDC Ig . 5 0 0MHz) : 6 3. 7 9 (s. 3H). 
4. 06 (s, 3H), 4. 07 (s, 3H) . 6. 48 (s. 1 H) , 
6. 64 (s. IH). 6. 91 (d. J=9. 2Hz. 2 H) , 7. 20 (d. 
J=8. 6Hz. 2H) . 7. 27 (d. J = 8. 6Hz. 2 H) , 7. 32 
(s. IH). 7. 47 (d. J=9. 2Hz. 2H). 7. 55 (s. 1 H) , 
8. 60 (s. IH) 
SS^^fM (FAB-MS, m/z) :447 (M'^+l) 

mmmi 5 6 

N- (4- [ (6. 7-e^y h^->-4-^:^yU-^l/) y jl-M 

-N^ - (2-7;l/:j'n7x^;l>) (116) 

6. 7-v>V h + i/-4- (4-T$ y^xy + v') +:»-yU > (1 0 Omg) 
«-h;i/i> (10ml) t:iijan^mmit:^^ 2--7;l/;ro7x-;U-f V'>T:H- 
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h (0. 3 0ml) ^m^. Ao^mmimmLtzo mihLtzmiii=&imu h 

>-c?5fe^ Lmmoit^^ 9 6 m g . iR^ 6 6 %X''^fZo 
^H-NMR (DMSO-dg , 5 0 0MHz) :<5 3. 9 8 (s. 3 H) . 
3. 99 (s, 3H). 7. 00-7. 04 (m, 1 H) . 7. 13-7. 17 
(m. IH) . 7. 23-7. 2 7 (m, 3 H) . 7. 39 (s. 1 H) . 
7. 5 4-7. 5 7 (m. 3H) . 8. 10-8. 2 0 (m, 1 H) . 8. 5 5 
(s. IH). 8. 65 (s. IH). 9. 26 (s. 1 H) 
®S:»tfffit (FD-MS. m/z) :4 34 (M"^) 

IIJfe««I15 7 

N- {4- [ (6. 7-^y h^i^-4-^i-V'):^Jl) t^'^l 7x-;U} 
-N' -n-zTj-Jl'^lyT (2 2 0) 
6. 7-v^y h + i/-4- (4-7^ y^xy^r ^) > (1 0 Omg) 

(10ml) JctlDlfefgjSt/::^. n --/f^^U-f V i^T^- h 
(0. 2 9ml) ^JP;i. 4 0^P^mi8^KL/::o ^i«^S*^> ^^^^ou 
^.;l'A/'T-fe h > (5/1) -eJgg§1--5'>U*y^b*5A^'n-7 h^^7 7>f-{c 
cfcf^iSSiL^ ^0|l:^i^^7 5mgx JR^5 6%T-|i/ro 
^H-NMR (DMSO-dg . SOOMHz) : 6 0. 90 (t, J = 

7. 3Hz. 3H), 1. 28-1. 46 (m, 4H) . 3. 09 (q. J = 
6. 7Hz, 2H) . 3. 97 (s. 3H) . 3. 9 9 (s. 3H) . 6. 23 
(brs, IH), 7. 14 (d. J=9. 2Hz. 2 H) . 7. 37 (s. 1 

H) . 7. 47 (d, J=9. 2Hz. 2H) . 7. 55 (s. 1 H) . 

8. 53 (s, IH) , 8, 58 (b r s. 1 H) 
Sa^ffi^M (FD-MS. m/z) :396 (M"^) 
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mmm 1 5 8 

N- {4- [ (6. 7--:^^ h^->-4-^y U^U) 7x.=.;l/} - 

(4-t e r t-7'^;l/-7x-;l/) K (2 1 3) 

6. T-i^M h + i/-4- (4-T$ y7xy + » ^yj > (5 4mg) t 
Tl3lSD^©4-t e r t -yf-;U^.il#K (1 0 2mg) N-P/ f-Jl^t^jl. 

M.Ti K (3ml) (wj^)SL/rm. l-i^;l/-3- (3' - :^ f- JlT zf 

ut'ji) h'^m (1 0 6mg) ^m^. m.ui:ix 6mrsimit: 

3 5 %T'?if::o 

^H-NMR (CDC Ig . 90MHz) :61. 36 (s, 9 H) , 
4. 05 (s. 3H). 4. 08 (s. 3H) . 6. 48 (d. J=5. 3Hz. 
IH). 7. 1-8. 1 (m, IIH), 8. 49 (d. J = 5. 3Hz. 1 H) 

M«^«fM (FD-MS. m/z) :45 6 (M"^) 

mmm 159 

N- {4- [(6. T-i^y h^->-4-^y'J>>l/) 7x-;U} -N 

(4- t -•/f";l/7x->>l/) K (15 6) 

HJfe^Jl 5 8T-?it>nyiN- {4- [(6, 7-S>V h + v/-4- + yU;U) 
:t+->] - (4- t -yf^;l/-7i-;U) :<7;U;K+-tf$ K (lOOmg) 

«-N. N-v>Vf-;U*;l/AT^ K (3m 1) ic^jSL^'^. *3(l<k:^ h U -^A 
(lOmg) ^Jnx.. OV\zXimrmWLfz^. S'^iUf-Jl (3 1mg) ^ 

^^4 8mg. JR^4 e%X'mtio 

^H-NMR (CDCI3. 90 MHz) : 6 1. 28 (s. 9H). 
3. 54 (s, 3H) . 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 32 (d, J=5. 3H2. 1 H) . 7. 0~7. 3 (m. 8 H) , 

7. 42 (s, IH). 7. 50 (s. IH). 8. 47 (d, J=5. 3Hz. 
IH) 

Sfi^^M (FD-MS. m/z) :47 0 (M"^) 
HJfe^lll 6 0 

N- (4-t -:rf-;b-7x-;t/) - {4- [ (6. 7-->'y V^'y-A-^J 
'J;b) ;r^'>] K (1 5 5) 

4- (6, 7-v?;^ h + >'-4-+y'J>'W ;i-+->^mSK (5 4mg) im 
I5a04- t e r t -y^;I/T-U > (1 0 2mg) ^N. N-->V^;U7l;;UA 
K (3ml) Ki^Lf-M. 1 -JC^^b- 3 - (3' - 'J :^ f- }VT IJ -fu 
t'';U) = K:^^:^ (1 0 6mg) ^Sd^. Mza{CT6I^P^«J^ L/;:^> 

ms.m^itnm<om.mz:^'^ximt. ^©<b^#i^2 9mg. iR^3 59^ 

^H-NMR (CDClg. 90MHz) : 6 1. 34 (s, 9H). 
4. 03 (s, 3H) , 4. 06 (s. 3H) , 6. 57 (d, J=5. 3Hz, 
IH). 7. 2-8. 1 (m. IIH). 8. 55 (d. J=5. 3Hz. 1 H) 

SS^^(FD-MS, m/z) :45 6 (M"^) 

2- (6. 7--:;/ h^'>-4-^y';^) -2- (4-yo^7x-;l/) y 

r|3fi5©4-:rD€-7x-;U7-feh-h'J;l' (4. 3g) (1 0ml) 

»CS«?U O'ClcSE^Wyi^. imiti-V')^2. (1. Og) *Sn^5 0lC 
*T'SS^±tf ll^P^aH^Lfco (!5iCtc6. 7-S^^ h + v/-4-:?np + y ij> 
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(2. 2g) ^jn;ii 5B#p^ti^^. Ti^^'i^^f^m^^Jix-miULfzo MTrnm 
mmt s •> u >!f 7 A a V f 5 7 ^ - J; t) ft sa mmoit^=^ 

8 5 Omg> JR^2 2%X'mfZo 
^H-NMR (CDC Ig . 9 OMHz) : 5 3. 6 6 (s. 3 H) . 

3. 80 (s. 3H). 5. 40 (s, 1 H) . 6. 74 (s, 1 H) . 6. 9 
~7. 4 (m. 6H). 8. 54 (d, J=4. 6Hz. 1 H) 

©S^tffM (FD-MS. m/z) : 3 8 2 (M"^) . 38 4 (M'^+2) 

6. 7--:^^ h^->-4- (4-yo^7^^;i/yf-;i/) > 
^«?>J1 61TJi^>n/c2- (6. 7->^y U ;U) -2- 

(4-7'D^:-7x-;l/) 7-ir h-h'J;!/ (8 5 Omg) <£r6 0 965iitg?7K^^e[ (5 

4U mii:i^aa^.jlA//^y-JU (10 0/1) xmmt^'>'}ijYJ\^:fJ 
^Ai^n-? hr7 7-f-JwJ;0m»!L> ^<Oithm^2 6 Omg^ JK^3 3% 

X%fZo 

^H-NMR (CDC I3 . 9 OMHz) : d 3. 9 0 (s. 3H) . 

4. 0 2 (s. 3H) . 4. 3 1 (s. 2H) , 6. 9-7. 5 (m. 7H) , 
8. 63 (d. J=4. 4Hz. 1 H) 

KS^Jlff^i (FD-MS. m/z) :3 57 (M"^) . 3 59 (M'^ + 2) 
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T;l/3*>3?iimT. lim«»J 1 6 2 T'^ 6 . 7 - h + 4 - (4 - 
:ra^-7xr.;l.y +y U > (2 5 Omg) t Ko75> (4ml) 

(0. 3ml) ^mrtl^mmWLtio xh^t Kn77> (ImO 

m^^^-*)->/imj:-f-Ji^ (3/1) TJg5ai"-5v/'J ?^y;l/*^A^nv 
7>f -{cJ:t)J|SMU S^O-fb^i^^rS 5mg^ iD^* 2 2 %Tli/Co 

^ H-NMR (CDC Ig . 9 OMHz) : <5 0. 7-1. 6 (m. 2 7 H) , 
3. 88 (s. 3H). 4. 02 (s, 3H) . 4. 34 (s, 2 H) . 7. 0 
-7. 5 (m, 7H) . 8. 63 (d. 5=4. 6Hz. 1 H) 

{4- [ (6. 7-':^>>< h4'>-4-4^y'J>>i/) y^>'t/3 7xJi.>>i/} (4-t 
-y^.>i/7x^;i/) (16 2) 

mmi6 2X'nibtlti6, 7-vVh + i>-4- (4-h'J-n-y^;l/:^ 
f^;U) +y 'J> (8 2mg) ^ rpBS©4- t -:7'f-;U'<>y>r 
.'b^ o U K (3 1 mg) fe<t0fj|!M«O fx ( h U 7 x-;U*;^7>f » /n'^ 
•^A (II) ^a') K*^nD;^;UA (3ml) lc^j|?L> SPll!k«glET^ 1 5I^P^! 

=^^^D-y/mt^^j\^ (2/1) -espai--5»e^°^^^^^'f-»w<k'5ii 
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^H-NMR (CDClg. 90MHz) : 6 1. 36 (s. 9H), 
3. 91 (s. 3H). 4. 03 (s, 3H) . 4. 45 (s. 2 H) . 7. 0 
~7. 9 (m. IIH), 8. 66 (d. J=4. 4Hz. 1 H) 

M^^tffli (FAB-MS. m/z) ;440 (M'^+1) 

N- (4-7;U;to7a:^;U) -N^ - {4- [ (6. 7-v>y h^>>-4- 
;^4^->3 :7x^;l/} f-yj-'yi/T (2 0 3) 

6. 7-i?y h+>-4- (4-T^ y7iy + » +y';> (i o Omg) 

^h^Ui^ (10ml) {CjDift^tfPLfc^^ 4-7;b;to7i^;U^;r-r V>T 
(5 2mg) 2 4 ^ralJniiii^ft L /::o m^^^o 

at^JlA/jf ^ y-jU (10 0/1) TSgat-<5 >U*yVl/^5A^n^ h^^^ 

^H-NMR (DMSO-dg . 5 00MHz) : 53. 93 (s. 3 H) . 
3. 95 (s. 3H) . 6. 50 (d. J=4. 9Hz. IH). 7. 15- 
7. 2 5 (m. 4H) . 7. 4 0 (S. 1 H) . 7. 4 7-7. 5 0 (m. 3H) 
, 7. 59 (d, J=8. 6Hz. 2 H) , 8. 50 (d, J=5. 5Hz. 
IH) , 9. 8 0 (b r s. 1 H) . 9. 8 4 (b r s. 1 H) 
Sfi^^^rH (FAB-MS, m/z) :45 0 (M'^+l) 

mmmiee 

1- i4-y Jlt ay ji^Jl) -2-i/TJ-3- {4- [ (6. 7-v?^ h 

')Jl) 7x^;U} /7^v?> (2 04) 

HJfem 6 5T-^t>n^N- C4-yjUtay^^Jl) -N' - {4- [ (6. 
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h + i/-4-+>";;l/) yj^^M ^:^^\/T (3 3mg). 

'Ji^i7u^^'y}Vij)\,^:'j>( 5 K (3lmg) . ttiiaoy'r V^o 

7^ >*ig{by f-U> (10ml) \z.mmLtLo CC(CTHF (1ml) {C^ft? 
Lfc'>7:^i K (1 6mg) ^m^mML-^-mmLfZo ^«£^S^L. j^M^ 
^na*;UA/'y ^y-;U (10 0/1) ■ejgiai--5 > U ^y>»U* v h 
^''t 7 ^ -{c J; t) If Sli mm<Dit^m=i: 3 4 m g . 9 9 %T-^ty::o 
^H-NMR (CDC Ig . 9 OMHz) : <5 4. 0 3 (s. 3 H) , 
4. 05 (s. 3H) , 6. 50 (d. J=5. IHz. 1 H) . 6. 8- 

7. 6 (m. lOH). 8. 52 (d. J = 5. 3Hz. 1 H) 
SM^^M (FD-MS. m/z) :45 7 (M"*") 

N- (2-7>>l/;i-n7x-^U) -N^ - {4- [ (6. 7->>V h^^-4- 

^y')ji) ;r^v^] 7x->>u} 5";r'^i/7 (205) 

6. 7-v?y h+->-4- (4-7^ y^iy + i^) +y 'J > (l 0 Omg) 
^h;Ui> (10ml) ^c]0^^fe^§)l?Lfc^> 2-7;b;d-D7i^;U^;i->r yi'7 

(0. 0 5ml) ^Jn;ix 2 4^fajD^ML^o ^ii^S^L. 
^no*;l/A/y ^y-;U (10 0/1) "eSgai-'S '> 'J ^^-'U?^^ n v h 
^•77>f-{cJ;t)ffi5!!U ^SOfb^^eemg. iR^4 2%t??#yio 

^H-NMR (CDCI3. 90MHz) :(54. 03 (s, 3 H) . 
4. 05 (s. 3H). 6. 53 (d. J = 5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m. lOH). 8. 53 (d, J=5. IHz. 1 H) 
K«^tlfll (FAB-MS. m/z) :4 50 (M'^+I) 
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mmm i e s 

1- (2-7;U;ro7x^;l/) -2-i/7y-3- {4- [ (6, 7->>V h 
»v/-4-^y'J;U) ;i-4>'] y^^M irT^i^> (2 06) 

HJfe^Jl 6 7T?'#^,tL/cN- (2-:7;b?}-D7x-;U) -N' - {4- [(6. 
h + ->-4-+y'J^U) f-^^^UT (4 2mg)^ 

i;'>^n'\+->;l/:^;b.-KS^'r ^ K (3 7mg) . HmMOi^^ Vfa ifjlJU'f-jl, 
T^y^mU^f-iyy (10ml) Jc^jSLfco CCtcTHF (1ml) 

K (2 Omg) *»0;i^i&r— iftajf L ^tio ^i«^®*U SIS^ 
^Do4-wl/A/j;< (10 0/1) T'®gai-5v/U:^y;b:<7^A^n^ h 

^5 7>r-JCj:t)mS!iU ^©{l:^^4 1mg. JR$9 9%T-^ifco 

■••H-NMR (CDClg. 90MHz) : 6 4. 04 (s. 3H). 
4. 06 (s. 3H). 6. 53 (d, J=5. 3Hz, IH). 7. 1 - 
7. 6 (m. 1 OH) . 8. 4 7 (d. J =5. 3 Hz. IH) 

®fi3J«fit (FD-MS. m/z) :457 (M"*") 

lli&^J16 9 

N- (2-y h^->7x->'U) -N^ - {4- [ (6. 7-i^y h^^'-4- 
4-y'J;l/) ^x-^U} 5^;r'>l/7 (2 0 7) 

6. 7 -'J/ h + i/-4- (4-T$ y7xy4^'» +y U > (10 Omg) 
*h;Ux> (10ml) iztDfmmLfz^-. 2-i h + i/7x-;l/f-;f ^ V i/T 
(0. 05ml) ^Jd^. 2 4l^raJnlKa«£L/;:o ^^®iLs ^^i^ 
^on*;l.A//^y-;l/ (1 0 0/1) 'GWiSkir^'y^)iJ*fi^ti'7i^^^-^ h 
^*7 7^-lc«t»9mKU ^©<k^^7 8mg. iR^5 0%-e^yio 

^H-NMR (CDC I3 . 9 OMHz) : 5 3. 8 6 (s, 3H) . 
4. 04 (s, 3H). 4. 05 (s. 3H) , 6. 52 (d, J=5. 3Hz. 
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IH). 6. 9-8. 1 (m. lOH). 8. 52 (d. J=5. IHz. 1 H) 
®fi3}#rM (FAB-MS, m/z) :4 62 (M'*'+1) 

mmmno 

N- (2-y f-;U7a.-;U) -N^ - {4- [ (6. h^'>-4-^ 
y'J;b) ;f^->] y^^Jl) f-:t'>l/7 (2 0 9) 

6. 7-'J^ h^i/-4- (4-7^ + +y 'J > (8 Omg) ^ 

h;ux> (lOml) rtM^ji?L:fe^. 2 -y f•;^7x-;^f•;i-^'vi/T:f- 
h (0. 0 4ml) ^Jnx.. 24l^F^Jniia^ltL^o ^^S*U im^^a 

ut^jiL.// ^y-ji (10 0/1) ■esiai-Si'U^^ou^^A^Dv h^'*^ 

^H-NMR (CDC ig . 90MHz) :<5 2. 3 8 (s. 3 H) . 
4. 03 (s, 3H). 4. 04 (s. 3H), 6. 50 (d. J=5. 3Hz. 
IH). 7. 1-7. 8 (m. lOH). 8. 50 (d. J=5. 3Hz, 1 H) 

SS^>^M (FD-MS. m/z) :44 5 (M"^) 

mmmi i i 

N- (3-y^;U7x-;U) -N^ - {4- [ (6. 7-v^;t h4^->-4-^ 
y UJU) ;t-4^'>] 7x-;b} f-;i-'^l/7 (2 1 1) 

6. 7-v?y h + '>-4- (4-7^>'7iy + -» (8 1mg) ^ 

h;Ux> (10ml) \zWm»Lfz^. Z-Zi-Jlyji^Jlf-^-fyi^T^- 
h CO. 0 4ml) ^:Jp;i. 1 b^mUaf^MLfZo ^iK^S^L. ^^^i^^'o 
n^^UA/y (1 0 0/1) -eSg§1-'5'>'J;!7>5rVU^5A^nn?h/5 

7>f-{wJ;t)lil!lU ^©<fc^ife«:6 6mg. JR^ 5 5 9^-el§fco 

^ H-NMR (CDC Ig . 90MHz) :<y2. 40 (s, 3 H) , 
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4. 03 (s, 3H), 4. 05 (s. 3H) . 6. 52 (d. J=5. IHz. 
IH), 7. 1-7. 8 (m. lOH). 8. 51 (d. J = 5. 3Hz. 1 H) 
OT53-#fM (FD-MS. m/z) :44 5 (M"^) 

1- (2-;/f-;l/7x-;l/) -2-'>7y-3- {4- [ (6. 7-i^/ 
'>-4-^y'J;l>) ;t4-->] 7x^;U} ^'7-'>'> (2 10) 

HJfe^Jl 7 OT'^#<^)nfcN- (2-y5^;U7x->>b) -N' - {4- C (6. 
h + >-4- + y U;U) 5^;*-'>l/T (2 4m g) . 

V'>^a^^i^jlfjjl7iii^^ i K (4 5mg) ^ m^MO'J^ Vfu t'Jlx.^Jl 
Tiy^miUi-ly'y (7ml) {3^l?L/io CCtcTHF (1ml) Ci^^L 
tziyT±i K (2 8mg) ^J!inx.MST-%!II$ L fco ^ii«-S*L. ^^i^^ 
Do;i^JbA/y rJ'y-;!^ (1 0 0/1) X'Mmt ^ ^^Jlti y J^i^ n-? h 
77>f-{;:J:»5llSS!U ^®<b^^l8mg. JR$7 6%t?llfco 

^H-NMR(CDClg, 500 MHz) :52. 36 (s, 3H). 
4. 03 (s, 3H). 4. 04 (s. 3H) , 6. 46 (d. J=5. 5Hz. 
IH) . 7. 3 0-7. 4 5 (m. 9H) . 7. 5 0 (s. 1 H) . 8. 4 9 
(d. J = 4. 9Hz. IH) 

SS^^ii (FD-MS. m/z) :45 3 (M"^) 

mimi 7 3 

1- (3-/^;l/7x^;l/) -2-->7y-3- {4- [ (6. 7-'J/ 
i/-4-df.j 7x-;t/} ^T=~'^y (2 1 2) 

HmMl 7 lT'^§iitLfcN- (3->^;i/7x-;U) -N' - {4- [(6. 
7-v?;' h + '>-4-+y U-rt') ;r+v/] 7x-;U} f^^C'UT (18mg)^ 
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n^^i/jlfjjlt^'Jyf i K (3 5mg) ^ febfiifi©>^-f V^o t°;Ui^;l/ 
T$ >^lg{by (6ml) izmmifZo CC{CTHF (1ml) {C^«?L 

t:i/Tf-i K (2 3mg) ^rSn^m^aT— Bfe»i$ L^o ^Hi^SiL. ^^i^^ 
nD.1^;bA/y ^y-^b (1 0 0/1) TSga-#-'5v^U^y*;b*5A^'nvh^^ 
5 7>f -{c<kf5mSS!U ^ll©fbAi^«-l 9mg. JR^9 5%Tl#fco 

^H-NMR (CDC Ig , 5 0.0 MHz) : 6 2, 3 8 (s, 3 H) , 
4. 03 (s. 3H), 4. 04 (s, 3H) . 6. 48 (d. J=5. 5Hz. 
IH). 7. 10-7. 45 (m. 9 H) . 7. 51 (s. 1 H) . 8, 48 

(d. J=5. 5Hz. IH) 

®«^«fM (FD-MS. m/z) :45 3 (M"*") 

^i«Jl 7 4 

4-fc Ko^->7x~;U 3- b 'J 7;l/;i-o;t^'>7xJ^;l/ ^ h > (#%^J) 
llife^J2 2T't#^4- b 'J -n-yf-;l/^>- 1 h f-^b^ x y 
(1. 3g) ir^iSD°©4- (b U7Jb;i-o^ h + » Oy^r-'b ^oo^> 
y-TJl/^nUK (6 7 4mg) ^^uu-^.)lJ^ (5ml) d^lSL^ mtSiS^fc:' 
X (h <j7x.=.;U;^X7-f » /N'^i^-^/A (II) ^D«J K (8mg) ^AtU 
IBJfejgMLy^io Sfe:S^«!l^lli6fe«aj2 3<i:|iI^©:^^-e3>li1-5ff|wJ;i9?iSx 

(2. Og) ^-fh^t Ko:77> (4ml) tK (5ml) <!:6N 

^ScA^ma (15ml) ^m^LX 8 ^f^mm L fco mj^M^^^ii^t ^ d o * ;b 

Sfi^tffM (FD-MS, m/z) :28 2 (M"^) 



wo 97/17329 



15 3 



PCT/JP96/03229 



mmmi i 5 

(4- h U7>>U;f h^->7xJi;U) {4- [(6. 7-i^^h^'>-4- 
^yjJU) :t4^'>] 7x^;l/} (2 8 4) 

USSiflJl 1 7T'?i/;:4-t Ko + i/7x^;b 3- h 'j 7 n + 7 x ^ 
)l y h> (5 8 Img) <i:mBSD°a©4->^;<^>'U7ay fU v> (2 7 7mg) 
^+ U > (20ml) 'N^Atl. T;I/3- vmiSTMSWi^ L /co 1 ^mk. 4 - 
^5^00-6. 7-v';' h + ->+yU > (4 6 Omg) >&Sn^. 2 4^Fsm^M 

^nv h^57>f Ml-:^ o D^.;l.A/g^Mxf^;b (5/1) T' 
S§a-r 5»S •> U * ^ n ^ h r 7 7 ^ - .k iltSi t ^ ^(Dit^m^ 
4 7 Omg. JR^4 S^Tlifco 

^H-NMR (CDCI3, 500 MHz) :5 4. 03 (s. 3H), 
4. 07 (s. 3H). 6. 66 (d. J = 4. 5Hz, 1 H) . 7. 28 (d. 
J=8. 5H2. 2H), 7. 35 (d. J=8. 7Hz, 2H). 7. 46 
(s. IH). 7. 47 (s, IH). 7. 89 (d. J=8. 5Hz. 2H). 
7. 92 (d, J=9. 2Hz, 2 H) . 8. 59 (d. J=4. 5Hz. 1 H) 
Sfi^^^frM (FD-MS. m/z) :469 (M"^) 

t^fRffa(0-hvi/^> (1 0ml) *x mS5Si©T-V--'l' (1. 0 8 g) <!: 
m«SD°n©4-3- HX>V'1'>'U^' D U K (2. 6 7 g) <i:mSSD°D©-r -yT-^Ut'-^ 
A (I I I) h t}yjltu/^>7,Jl^^^'- h (6 2 Omg) ^jD;t^ 6 OVtz 
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imsifr if^i/^ AT-$gj!^ msrf^m^ii Lxmtzn^^^^^^ >/i^Si 

722mg. JR^21 %T'^fco 
mMi^mm. (FD-MS. m/z) : 33 8 (M"^) 

4-h Ko^'>7x-;b 4-3-K7x-;U ^ h > 
(7 2 2mg) ^ >> a D > (2 0ml) \zmmL^ :^?^T1. OM^J^oy 

hu^D^ K-v?^'ooy Omi) ^jd^. gi&^aj^tyro ma 

<b^ig!I*3 8 Omg. JR$5 5%T-^ffco 

^H-NMR (DMSO-dg. 5 0 0MHz) :56. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d. J=8. 5Hz. 2H). 7. 65 (d, 
J=8. 6Hz, 2H) , 7. 92 (d. J = 8. 5Hz. 2 H) . 10. 47 
(s. IH) 

Ka^tff^i (FAB-MS, m/z) :32 5 (M'^+I) 
Hife^Jl 7 8 

{4- [ (6, 7->^> h^'>-4-4^y U;U) ^^->3 7x^;U} (4-3 
-h*y:cx.Jl-) i9Jy (2 8 5) 
7;U3*>^MT. HJte^^J 12 0 T-^#/i 4 - 1 Kd+ v/7 x^;i. 4-3-^7 
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>^ h> (3 8 Omg) t 4 - / ^Jl7 i f'J (1 5 8mg) ^ 
+ ->l/> (1 1ml) ttJ^AtimS^it^^Lyio 2mnm4-^oa-e. 7- 
h + '>+yU > (2 6 2mg) imal^^mtf^o KJBM^li^^m 

y^y^ -izxiomm^. w.i^i^on7i-^jiA/mm:r.f-ji (5/1) Tjgpa-r-s 

»®v/U:^y;U^D-7h/5 7>f-lci;l5ltSfU SSO^k^#«: 4 5 9 m g . 
JtX$7 7%T-^#/::o 

^H-NMR (CDC 1 g, 5 0 0MHz) :<54. 0 3 (s, 3 H) , 
4. 0 7 (s. 3H) . 6. 6 6 (d. J =4. 9 Hz. IH) , 7. 2 7 (d. 
J =7. 6 Hz. 2H) . 7. 4 6 (s. 1 H) . 7. 4 7 (s. 1 H) . 
7. 54 (d. J=8. 6Hz. 2H) . 7, 88 (d. J = 7. 9Hz, 2 H) 
. 7. 90 (d, J=8. 6Hz, 2H) . 8. 58 (d, J=5. 5Hz. 1 
H) 

KS^tfrtt (FD-MS. m/z) :511 (M"^) 
llife^J17 9 

4-y h^->7x:=.;l/ 4-yo^7xJ::;l/ » h > (##ffi 
mBRSi©- h n y ^ > (1 0ml) tfJ. mign=a©T-V-;l/ (1. 0 8g) i 
miRD°n®4-yo*<:/V^;U^DU K (2. 2 0 g) irtJISSO-r -r^Uh'-^ 
A (I I I) ^'j7;^;^-D;t:^>x;U;^^-^ (6 2 0mg) ^JD;!^ 6 OVlz 
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^H-NMR (CDC 1 3. 5 0 OMH2) : <5 3. 8 9 (s. 3H) , 6. 
97 (d. J=8. 6H2. 2H). 7. 62 (d, J = l. 8Hz. 2 H) , 

7. 62 (d. J=l. 8Hz. 2H) . 7. 80 (d. J=9. 2Hz. 2H) 

(FD-MS. m/z) :2 9 0 (M"*") , 2 92 (M"'" + 2) 

HS&^J 18 0 

4-t: Ko^'>7x^;l^ 4-:^o^7x.^Jl/ yh>(##g>J) 
lltfe«»Jl 2 2-Cl#/c4-,/ h + '>7i->'U 4-yo^-7x^;L' ^h > 
(1. 6 5 g) ^S-v^^noy :J^> (2 Om 1) ic^iBU 7K?#T1. OM:i?n> 
h 'J yn ^ h'-'Ji7an/ ^ym^ (2 3m 1 ) ^]!JDX.. mU^^WlfZo IBfe 

Oit^^^ 1 . 3 4 g ^ JR^ 8 5 %T^fco 

^H-NMR (DMSO-dg. 5 0 0MHz) : <56. 90 (d, J = 

8. 5Hz. 2H). 7. 61 (d. J=8. 5Hz. 2H). 7. 66 (d, 
J=8. GHz. 2H) . 7. 74 (d. J=8. 5Hz. 2H) . 10. 46 
(b r s, IH) 

(FD-MS. m/z) :2 7 6 (M"*") . 2 7 8 (M''"+2) 

mmmi s i 

{4- [ (6. 7-i>> h^->-4-^y U^U) (4-^ 
u^y^i—jl) i^jy (2 8 6) 
7;U3*>^i([Tx IIJte«?!ll 2 3r''fifc4-t Kn + v/7i-;l/ 4-7'n^-7 
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x-;l. *rh> CI. 182g) <!:4-i^yf-Jl'T^yf'je?> (5 7 3mg) 
(3 7ml) ^'^Atim.i^fpmmtLo 30^^4-^od-6. 7 

-'jjf 'J > (9 5 4m g) ^m^. imammmuzo kj^m^^ 

o;f^;UA/f^Mj:-f->'l' (5/1) T'Jg§§t-'5SM > 'J ^^.^U^ h ^'5 7^ - 
J- <k *5 flSJ mmoit^^^ 1 . 5 7 4 g . itK'^ 7 9 %T'^f fco 

^H-NMR (CDClg. 500 MHz) : 6 4. 05 (s. 3H). 
4. 06 (s. 3H) . 6. 66 (d, J=4. 9H2. 1 H) . 7. 2 7 (d, 
J=8. 6Hz, 2H). 7. 46 (s. 1 H) . 7. 47 (s, 1 H) , 
7. 65 (d. J=7. 9H2, 2H) , 7. 70 (d. J=8. 5Hz, 2H) 
. 7. 90 (d. J=8. 6Hz. 2H). 8. 58 (d. J=5. 5Hz. 1 
H) 

K*:»4ffffl (FD-MS. m/z) : 4 6 3 (M"^) . 46 5 (M''" + 2) 
IIJei0»J18 2 

{4-[(6. h^->-4-^y Jl) y JL^JI) [4- 

(N-y^;Uh°^7-:^y) 7x-;U] (287) 

T;U3':/5a«ET. IISfe«»ll 2 3"e'#/r4-t Ko+e/7x-;U 4-yo*7 
X— >irh> (2 3 2mg) ^h;l/i> (5ml) 4^^Ati^ MJCtUHSSON 
-yf-^l'f^^i?^ (6 1mg) . :>-h'J'^A t-yh + ->K (6 7mg) . 
fx (h 'J7x-;U*:^7^ » /N-5i>'!7A (I I) ^aUK(7mg) ^ijox. 
fc^. 1 0 OtJit^l 7^r^SI^Ly::o MfCil^^iafnlg^L-:^ h U -^ATK^^j^i 
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^H-NMR (CDCl g. 5 0 0MHz) : 52. 37 (s. 3H) . 
2. 58 (t. J = 5. 5Hz. 4H). 3. 41 (t. J=5. 5Hz. 4H) 
. 4. 04 (s. 3H), 4. 06 (s. 3 H) . 6. 63 (d. J=4. 9H 
z. IH), 6. 92 (d. J=9. 2Hz. 2H). 7. 25 (d. J = 
8. 5Hz. 2H), 7. 45 (s. 1 H) . 7. 51 (s. 1 H) . 7. 81 
(d. J=8. 5Hz, 2H). 7. 87 (d. J=8. 6Hz. 2 H) . 
8. 56 (d, J=4. 9Hz. 1 H) 
OT^WM (FD-MS. m/z) :4 8 3 (M"*") 

llil^J18 3 

{4- [ (6. h^'>-4-^y it^'y'] 7x^;U} [4-^ 

;l/.-^Uy 7x^;l/] /^Jy (2 8 8) 
7-'^3*>^^rF^ HSfe^lll 2 3■e^§fc4-t Ko + '>7x-;l/ 4-ya^7 
h> (2 3 2mg) ^ h^biV (5ml) ^^Ktl^ M^-rfJiSa©^ 
;U*'J > (52mg) ^ U-t^A t-^ h+*> K (6 7mg) ^ \l7s ( h U 
7x-;l'j^x7-f » ^<^'J^l. (I I) i; K (7mg) ^rJllD^y;:^. 
1 0 0 1 Bfeiti^ Lfco SJCS^tl^fia^O^^'fk^ H 'J -^tK^^^ <*: n D;^w^ 

*a^#'it^/c]Sl^t^. ^^D0 5fouA/l^S?i^;u (5/1) -egga-tsaiSv/U 
/7y;U^nv -{ci:»5filtiL. ^©{b^^^ 3 2 m g . itX$14% 

^H-NMR (CDC 1 o» 5 0 0MHz) : 5Z. 34 (t, J =4. 9H 
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z. 4H) . 3. 8 8 (t. J = 4. 9 Hz, 4H) , 4. 0 4 (s. 3 H) . 

4. 07 (s, 3H) . 6. 64 (d. J=5. 5Hz. IH) , 6. 92 (d. 

J = 9. 2Hz. 2H). 7. 26 (d. J=7. 3Hz, 2H), 7. 83 
(d. J=9. 2Hz. 2H). 7. 87 (d, J=8. 5Hz. 2 H) . 

8. 56 (d. J = 5. 5Hz. 1 H) . 7. 49 (s, 1 H) . 7. 51 (s. 
IH) 

Kfi53-iffM (FD-MS, m/z) :4 7 0 (M"^) 

{4- [(6. 7-':^>/ h^->-4-^y'J>>U) ;t-^->] 7^->>U} [4-^ 
o'Jv^V7x-;U] (2 8 9) 

T;U=f>^^KTx Hife^iJl 2 3-e^§y;:4-t Kn + i/7ai^;U 4-^0^7 
yh> (2 3 2mg) ^hJlx.> (5ml) cfi-vAtl. McmBSSi©^ 
n'Jv^y (4 3mg) . ^^hU-^A t-^h + ixK (6 7mg) . h'x (hU 
» ^N^v-^A (I I) U K (7mg) <&5!iD;iy;:m. 1 0 

^am. ^'on7h;UA^>&«^7K«lEgS-7/T^v'>A-efa^Lfco MffT^fifS*^ 
?§bn/ca^i^. ^oa;h;UA/g^Kxf-;b (5/1) X'^mt ^MM ^) Y 
Jli7nxrhir'7y^ -IZJ^KtmmU ^0<fc^^4 5mg. W2 0%T'?# 

^H-NMR (CDCl 3. 5 0 0MHz) : 62. 0 5-2. 08 (m. 4 
H) . 3. 3 8-3. 4 1 (m. 4H) , 4. 0 4 (s. 3H) . 4. 0 6 (s. 
3H) , 6. 57 (d. J=9. 2Hz. 2H). 6. 62 (d, J=4. 9H 
z. IH). 7. 24 (d. J=8. 6Hz. 2 H) . 7. 45 (s, 1 H) . 
7. 52 (s, IH). 7. 82 (d. J = 9. 2Hz. 2H) . 7. 84 (d, 
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J=8. 5Hz. 2H). 8. 55 (d. J=4. 9Hz, 1 H) 
M5}»fffi (FD-MS. m/z) :4 54 (M"^) 

{4- [(6. 7-v?y U>>1/) ^^'>] [4-^ 

^'J '>V7^^;l/] /^yy (2 9 0) 

i^^U -^rh'-/ (2 3 2ing) «-h;Ux> (5ml) tt'^^Ati. Mt-miSn'&Of 
'^'J (5 Img) X :^ h 'J -^7^ t -7" h + -> K (6 7mg) , h"X ( h 'J 

» y<^i^<7A (I I) ^n'J K (7mg) ^Jn;iA:M> 
1 0 01C«l%ltitt/::o ^^M^=^tmmti- h U -^7 ATK^^&i ^ o d;^;U 

i^^it>tlfc]^st^^ ij'oo^^uA/^ggxf^;!/ (5/1) -^^^-finm'y') 

;^y;U^'avhr7 7^-{cJ:»)1tS!L. ^So-fb^i^!!^ 7 5ing. iK^32% 

^H-NMR (CDC 1 g. 5 0 0MHz) :<51. 6 8 (b r s. 6 H) . 
3. 3 8-3. 39 (m, 4H) . 4. 04 (s. 3H) . 4. 06 (s. 3H) 
. 6. 63 (d. J=4. 9Hz. 1 H) , 6. 89 (d. J=8. 6Hz, 
2H) . 7. 25 (d. J=8. 5Hz. 2H) , 7. 45 (s. 1 H) . 
7. 52 (s, IH) , 7. 80 (d, J=9. 2Hz. 2H) , 7. 86 (d. 
J=8. 6Hz. 2H). 8. 56 (d. J = 4. 9Hz. 1 H) 

®«5^tfTM (FD-MS. m/z) :4 68 (M"*") 



wo 97/17329 



16 1 



PCT/JP96/03229 



N- (2-y h^'>-4-t'y JL^JI) -N' - {4- [ (6. 7-'>V 
i/-4-Jf.j Hr^i/l 7x^Jl/} <7U7 (2 2 2) 

6, l-'J/ h^iy-A- (4-7$y7xy + » +y 'J > (52mg) ^ 
h^l/i^ (5ml) iciKStx h'Jxf-;UT^> (1ml) ^m^^x h U 3^ 
(5 2mg) ^Jn^. 2^^F5]!iniliiML/::o 5J£;?Seiw2-y h + '>-4 

-\iy^-ju7iy (io3mg) ^ua^. i3Mmmmm.Lfzo Ki^m^^ 

®?7K^g:^ h 'J '>A7K^^«:»D;i. i^i?x5^>'U-e2lHl»dlL/r^Wa^^iafnft:^ 

n;fx;bA/T-fe h > (10/1) X'mmti'y')ijYJ\^t)^Ai7a^hif^y^ 

^H-NMR (CDCI3. 500 MHz) : 6 3. 67 (s. 3H). 
4. 00 (s. 3H). 4. 04 (s. 3H) . 6. 44 (d. J=5. 5Hz. 
IH) . 6. 8 6 (d. J = 8. 5 Hz. 1 H) , 7. 1 0 (d. J =8. 6H 
z. 2H). 7. 21-7. 37 (m. 4 H) , 7. 43 (s. 1 H) , 
7. 53-7. 59 (m. 5 H) . 7. 79 (s. 1 H) . 8. 41 (s. 1 H) 
. 8. 4 8 (d, J =4. 9 Hz, 1 H) , 8. 5 3 (d. J =2. 4 Hz, 
IH) 

M^#f^i (FD-MS. m/z) :52 1 (M"^) 
llite^J18 7 

N- (2. 6-vy^v:foh*;U7x.=.;i/) -N^ - {4- [ (6. 7-v?^ h 
^v/-4-^y'J;U) ;^^'>] 7x-;U} -^uy (2 2 3) 

6, 7-vV h + i/-4- (4-T^>'7iy + i>) 'J > (54mg) ^ 
h;Ux> (5ml) IwSfflL^ h*)x.f-jl7i> (1ml) «rSn^^^^ h U 7 
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*7.^'y (5 3mg) z^fmnsm.\.i-^o wm.\z2, e-^^-rv^ 

ot';U7-U>(0. 0 Sm 1) ^ilD;ix 1 S^raliD^ML^o SJC^SJCiKK 

;^;I/A/7-tr h > (10/1) -eMggf -5 v U /7>:rVU;^7 A^' n-7 h ^5 7 ^ - 
{wJ;t)mSiU aSO|b^^^6 9mg. itS!^ 7 6 %T^i/;:o 

^H-NMR (CDC 1 3. 5 OOMHz) : 5 1. 2 6 (m. 1 2 H) . 
3. 39 (m, 2H). 4. 03 (s. 3H) , 4. 04 (s. 3H). 
6. 09 (brs. IH). 6. 28 (b r s. 1 H) . 6. 42 (d. J = 
5. 5Hz. IH) . 7. 08 (d. J=8. 5Hz. 2 H) . 7. 26 (m. 
IH) , 7. 2 9-7. 4 0 (m. 5 H) . 7. 5 3 (s. 1 H) . 8. 4 6 

(d. J=4. 9Hz. IH) 

©a^^^^i (FD-MS. m/z) : 499 (M"^) 

N- (2-^op-4-~ho7ai^;b) -N' - (4- [ (6. 7-v?y h 

^,>-4-4^y IJ;U) ;j-^v/] 7a:-M ^ VT (2 2 4) 

6. 7-v^-J< h + ->-4- (4-T^ y 7xy + » +y'J > (1 0 4mg) 
;&h;Ux> (10ml) <wtD^^jgL^^. 2-:5'nD-4-- hn7 ji-;U-r 
Vi^7^-h (15 0mg) <&SD^^ 1 05>FBlJnl^^ltL/;o tfftfa LT^/r^gFa 

Lx h 5 C i »C J; ^SO<b^^* 1 7 2 m g . 
1 0 0%T|i/to 

^H-NMR (DMSO-d g. 5 0 0MHz) :<53. 94 (s, 3 H) . 
3. 95 (s. 3H) . 6. 46 (d. J=5. 5Hz. IH). 7. 24 (d. 
J=9. 2Hz. 2H) . 7. 38 (s, 1 H) . 7. 5 1 (s. 1 H) . 7. 
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62 (d, J = 8. 6Hz. 2H), 8. 23 (m. 1 H) . 8. 35 (m. 
IH). 8. 46 (d. J=5. 5Hz. 1 H) . 8. 57 (m, 1 H) . 
8. 84 (brs. 1 H) , 9. 85 (b r s. 1 H) 
mm^^m (FD-MS. m/z) : 494 (M"**) .49 6 (M'^+2) 

mmmi s 9 

N- (3-:^oo-2-^ h^i^yjL^Jl) -N^ - {4- [ (6. 
h^->-4-^y'J;l/) >^4^'>] -7 3:-;^} <7lyT (2 2 5) 

6. 7-'>y h + i/-4- (4-7^7 7^^ + ^) +yU > (5 8ing) ^ 
hJl^J^y (5ml) izmmmmLtz'^^ 3-^00-2-^' h^i/y^L-Jl^y 
iyr^-h (0. 1ml) 2 25^ram^Jai!tLfco ISi^^'no^wUA 

/T-feh> (10/1) ■eMM-r'5->U:^y>'U*7A^'ov 
ISIS! mmoit^!^^ 7 5 m g X HX^ 8 0 %Tli/wo 

^H-NMR (CDC 1 3. 5 0 0MHz) : d 3. 73 (s. 3 H) . 
4. 02 (s. 3H). 4. 05 (s. 3 H) . 6. 47 (d. J=5. 5Hz. 
IH) . 7. 01-7. 06 (m. 2 H) . 7. 15 (d. J = 8. 5Hz, 
2H) . 7. 43 (s. IH). 7. 52 (d. J = 9. 2Hz. 2 H) . 
7. 57 (s, IH), 7. 81 (s. 1 H) . 8. 16-8. 19 (m. 2 H) 
. 8. 50 (d, J=5. 5Hz. 1 H) 
n&^m^ (FD-MS. m/z) : 4 7 9 (M"^) .48 1 (M''" + 2) 

Ilj&^jl9 0 

N- (2-^on-6-y^;l/>^x-;l^) -N' - {4- [ (6. 7-->V h 
^v/-4-^yU;U) ;t4^v/] y^^M ^X^T (2 2 6) 
6. 7-1^^ h + «>-4- (4-7^ y^xy + i') (52mg) 
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h;Ui> (5ml) izmmmmiizWi^ 2-^ou-Q-/f-j\yyai^Jl^yi/ 
T^^-h (0. 1ml) ^im^x n^mtaf^MLtzo #ftbLT^/c^g^«[ 

JUU h JlJ^^-cmf^t^ ZtizX^ mmcDit^^^ 6 1 m g . iR^ 7 4 

^H-NMR (DMSO-dg. 5 0 0MHz) : 62. 2 8 (s, 3 H) . 
3. 94 (s, 3H), 3. 94 (s. 3H), 6. 43 (d. J=4. 9Hz, 
IH). 7. 18 (d, J=9. 2Hz. 2H) . 7. 2 0-7. 36 (m, 3 
H) , 7. 3 8 (s. IH) . 7. 5 2 (s. 1 H) , 7. 5 9 (d, J =9. 
2Hz. 2H), 7. 98 (s, 1 H) . 8. 45 (d. J=5. 5Hz. 1 H) 
, 9. 03 (s, IH) 

WM^^m (FD-MS. m/z) : 4 6 3 (M"*") ,4 6 5 

N- (3-:^ao-6-^ h^->7aL-;b) -N^ - {4- [ (6, 
h^i/-4-^J '}JV) t^'yl 7x^>>U} <7\y7 (2 2 7) 

6. 7 -'J/ h + i/-4- C4-7i yy^y^'y) +yU > (5 2mg) ^ 
h;Ui> (5ml) JwiraHft/^ISLy;:^. 3 -^^ o a- 6 h + v'^ V 
S/T^-h (1 1 Img) «-lIDX.x 2 9^P5JD^ilEL/ie n d^;1/A 

/THr h^- (1 0/1) r-mmt^'y')iJ^J^iJ'^M<i7n-7hir^y^-tzJ:tr) 
fISSL. mS©{b^^«r8 4mg. JR$1 0 0%'Cmzo 

^H-NMR (CDC 1 3. 5 0 0MHz) : 5 3. 6 0 (s. 3H) . 
3. 99 (s. 3H). 4. 05 (s. 3H), 6. 46 (d, J=4. 9Hz, 
IH), 6. 6 9 (d, J =8. 5Hz. 1 H) . 6. 9 0 (m. 1 H) . 
7. 11 (d, J=9. 2Hz. 2H), 7. 42 (s. 1 H) , 7. 53 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s. 1 H) . 7. 8 2 (s, 1 H) , 
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8. 32 (m. IH). 8. 48 (d. J = 5. 5Hz. 1 H) . 8. 52 (s. 
IH) 

M5>#r<i (FD-MS. m/z") :47 9 (M"^) . 481 (M'^ + 2) 
IIM^J19 2 

N- (4-^op-3-.=:-Kn7x-;U) -N' - {4- [ (6. l-^:^/ h 
^v-4-^y'J>>t/) ;j-^'>] U7 (2 2 8) 

6, T-v'y h + '>-4- (4-7$ y^i^^^i/) +yu> (5 2mg) ^ 
h;bJ:> (5ml) {cJniSl^iSPL^^. 4 -:5' a a - 3 h 07 x-^U^r V 
T4^-h (2 2 4mg) ^tlQ;i. 8 ^felMSjjft L fco miHLX^tzm^B^m^ 
U h;l'X>-e^5fe^'r5C<!:{CiO^®®{k^i^*12 5mg. JR^75%t?^ 

^H-NMR (DMSO-dg. 500 MHz) : 6 3. 93 (s. 3H). 
3. 95 (s. 3H) . 6. 46 (d. J=4. 9Hz. IH), 7. 21 (d. 
J = 8. 5Hz. 2H), 7. 38 (s. 1 H) , 7. 51 (s. 1 H) . 
7. 60 (d. J = 8. 5Hz. 2H) . 7. 65 (s. 1 H) . 7. 67 (s, 
IH) , 8. 31 (s, IH) , 8. 46 (d. J=4. 9Hz, 1 H) . 

9. 0 1 (s, IH) . 9. 2 7 (s, IH) 

Mfi^^ii (FD-MS. m/z) :46 3 (M"^) . 465 (M"^+2) 

mmmi 9 3 

N- (2. 4-':>'^oo7x^;l/) -N' - {4- [ (6. h^i/- 
4-^yU;l/) 7x.:=.M 1/7 (2 2 9) 

6. 7-v>V h + ->-4- (4-7$ y 7xy^'» +y'J > (5 3mg) 
h;Ux> (5ml) izmimmttz'^^ 2. 4-v?^D07x-;l/^vi/7;^_ 
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h (1 i5mg) ^ua^. 2Q^mmmMmLtzo ^ihir^fzm^B^mLU 

h >X'imi- -5 C i i t) SSOlk^^ 7 4 m g . iK^ 8 5 %T-^|fco 
^H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s. 3H), 

3. 95 (s, 3H) . 6. 45 (d, J = 4. 9H2. 1 H) . 7. 22 (d. 

J=8. 6Hz. 2H) . 7. 39 (s, 1 H) . 7. 40 (m. 1 H) . 7. 

51 (s. IH) , 7. 59 (d. J=9. 2Hz. 2 H) . 7. 62 (m, 1 

H) , 8. 21 (d. J = 9. 2Hz. 1 H) . 8. 40 (s, 1 H) . 8. 4 

6 (d. J=5. 5Hz, IH). 9. 56 (s. 1 H) 
Sa^^r^i (FD-MS. m/z) :4 8 3 (M"^) 

HSfe^J 19 4 

N- (2. 6--:>^oa7xJ::.;l/) -N^ - {4- [ (6. h^->- 
4-^y'J;U) 7x^>>l/} '^1/7 (2 3 0) 

6. 7 (4-7$ y 7x7 + :/) +y U > (5 2mg) ^ 
l^JlJ^y ibml) Iz-Uafmrntiz^. 2. 6-v?^^Da7x-yU'<V>7^- 
h ( 1 2 5 m g ) 1 2 :J>PBm«l«^iE L ^tii L T # tzm^B^mi L^ 

;Ui >-e25fe-^-r <5 C <!: ic J; (9 mM(Oit^/&'^ 8 1 m g ^ iR* 9 6 %-e?^^o 

^H-NMR (DMSO-dg. 500MHz) : 6 3. 94 (s, 3H) , 
3. 94 (s. 3H). 6. 43 (d. J=5. 5Hz. 1 H) . 7. 14- 
7. 2 0 (m, 2H) . 7. 3 2 (dd. J =7. 9. 7. 9 Hz, 1 H) , 
7. 3 8 (s. IH) , 7. 5 1-7. 5 4 (m. 3H) , 7. 6 0 (d. J = 
9. 2Hz, 2H). 8. 23 (s. 1 H) . 8. 45 (d. J=5. 5Hz, 
IH) , 9. 09 (s. IH) 

(FD-MS. m/z) :4 8 3 (M"^) 
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m^m 19 5 

N- {4- [(6. 7-v^^ ?t-^'>3 yjL^M - 

- [1- n-j-yj-Jl") 3L^}V] 0\yT (2 3 1) 
6. 1 -'J ^ V^iy-A~ iA-T i Jy :>.J ^'y) > (5 4mg) ^ 

(5ml) KWmmLtL^^ 1- (1-^7^;U) x^;I.^Vi^T4^ 
-h (0. 0 5ml) ^Jn;^^ 1 0 0 5}rBm^^lt L fco nn;}t;UA/ 
T-feh> (10/1) Tjg§it--5v"J:^y>'l':^^A^'n-7 -dJ^Om 
SaUx ^©<b^ig!l^6 5mg. lR^7 2%-e^ifco 

^H-NMR (DMSO-dg. 50 0MHz) :51. 55 (d, J = 

6. 7Hz, 3H). 3. 93 (s. 3H) . 3. 94 (s. 3 H) , 4. 62 
(m. IH), 6. 39 (d. J=4. 9Hz. 1 H) . 6. 79 (s. IH), 

7. 11 (d, J = 9. 2Hz. 2H). 7. 36 (s. 1 H) . 7. 49- 
7. 5 8 (m. 7 H) . 7. 8 3 (m. 1 H) , 7. 9 4 (m, 1 H) . 8. 1 
7 (m. IH) . 8. 42 (d, J=5. 5Hz. 1 H) . 8. 5 2 (s. 1 H) 

(FD-MS. m/z) :49 3 (M"^) 

Ili&0ljl9 6 

N- (2-n-7'f->'U7x-;l/) -N^ - {4- [ (6. h^->-4 
-^y'J;U) ;r^->] 7xx;b} '^uy (2 3 2) 

6. 7-v^y h + i/-4- (4-7$y7aiy + -» (1 1 9mg) 

^h;Ux> (12ml) {dJgSU h'Jx^;U7$> (2. 4ml) ^iKiPLtz^^ 
hU7*Z^-> (133mg) ^-JD^. 2^RgttI«ljSJlELyro K\i^m.K2-n- 
>^^;i.7x-;bT^ > (0. 13ml) ^*ox.x 1 0^raSQ»^«£L^o SJB^fit 
{c:^K7Kfg:^ h 'J -^7 l^im^^myL^ i^uu ;h;U at 2 BJfiai L fc^WaS^-fS 
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^^DD^;l/A/7-fe h> (4/1) X-mmt^'y^JiJ^J^^^^^^-^hiTy 
-JCj:»)lliS!L> mM<Oit^m=S:l 3 Omg. iR*6 9%T'^t:o 
^H-NMR (DMSO-dg. 5 0 0MHz) :6 0. 9 2 (t. J = 
7. 5Hz. 3H). 1. 32-1. 40 (m. 2 H) . 1. 50-1. 57 
(m. 2H). 2. 59 (t, J=8. 9Hz. 2 H) , 3. 93 (s. 3H) . 
3. 94 (s. 3H), 6. 44 (d. J=4. 9H2. 1 H) . 6. 98- 

7. 0 2 (m. IH), 7. 12-7. 1 7 (m. 2 H) . 7. 1 9 (d. J = 

8. 9Hz. 2H). 7. 51 (s, 1 H) , 7. 58 (s. 1 H) , 7. 59 
(d. J = 8. 5Hz. 2H) , 7. 71-7. 75 (m. 1 H) . 7. 89 
(s. IH). 8. 46 (d. J=4. 9Hz. 1 H) . 9. 11 (s, 1 H) 

M«5>M(FD-MS. m/z) :471 (M"^) 



llii«^J19 7 

N- (3-J.h4^>>;^;l/;K-;U7x-;l/) -N^ - {4- [(6. 7-v>V h 
4L^-4_^y 7x^;i/} -^^uy (2 3 3) 

6, 7-i^-)' h + '>-4- (4-7 5 y^x^+i/) +7 U > (1 3 Img) 
:Srh;Ua^> (10ml) h')^i-Jl7iy (2ml) ^^0;^^:^. 

h'J7*X'!r> (2 13mg) ^Sn^. 2 :5>F^J!ral^ifE L ^iio SiS^Seiw 3 - 7 5 
/^.ilSKJif-Axxx^'l' (0. 1ml) ^tja^^ 7 ii^fM^^oS^Ltio SlEjSt 
(w^i?7Klil:H h 'J •i'A7K^&^Jn;ix S^i|x^;u-e2lH]aaiLfcmw«l®^ia?D 

^Dn;fwUA/7-fe h > (10/1) Tiggi^^ v"J ^y^'l'^v D V 
7-r-{cJ:0S8!iU gSOlb^^fel^ 2 1 4 m g ^ ]R^1 0 0%T#fco 

•^H-NMR (CDC 1 3. 500MHz) :51. 36 (t. J = 7. 3H 
z. 3H), 4. 02 (s, 3H). 4. 05 (s. 3H) . 4. 36 (q. J 
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= 7. 3Hz. 2H). 6. 45 (d. J=5. 5Hz, 1 H) . 7. 13 (d. 
J = 9. 2Hz. 2H). 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d. J 
= 9. 2Hz, 2H). 7. 56 (s. 1 H) , 7. 75 (d. J=7. 3Hz. 
IH), 7. 80 (d. J = 7. 9Hz. 1 H) , 7. 90 (s. IH), 
8. 48 (d. J=4. 9Hz. IH) 
ea^Jffi^M (FD-MS. m/z) :4 8 7 (M"^) 

llli^J19 8 

N- (2. 3--:^^pa7jL^;U) -N^ - {4- [ (6. l-'J^ V^l/- 
4-^y U^U) ;i-4^>3 '>U7 (2 3 4) 

6. 7-i?y h + ->-4- (4-T^y ^^y^^) (5 2mg) 

h;Ux> (5ml) JC Jn^^jg L /c^x 2. 3 - a a:? x-^b'T V ->T^- 
h (0, 0 5ml) ^Jp^. 2 0:»Fa1JD|t&S«tLfco SlS^^fiE^: o n A/ 
T-ir h> (1 0/1) l^mmt^i^')ii¥)\^iJ'7l.^a-7Y^^-7 ^(-{z:;:*)^ 
SSIU M®{b^%^8 4mg. JR^l 0 0%T-^/co 

^H-NMR (CDC 1 3, 5 OOMHz) : 5 4. 0 0 (s. 3H) , 
4. 0 5 (s, 3H) . 6, 4 5 (d. J =5. 5 Hz, 1 H) , 7. 11- 

7. 1 7 (m, 4H) , 7. 4 1 (s. 1 H) , 7. 5 3 (d, J =9. 2 Hz, 
2H). 7. 57 (s. IH). 7. 91 (s. 1 H) , 8. 22 (d. J = 

8. 5Hz. IH). 8. 48 (d, J=5. 5Hz. 1 H) . 9. 12 (s, 
IH) 

®fi5^#fil (FD-MS. m/z) :4 8 3 (M"^) 
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mmm 199 

N- (2. 4-i>^na7x~;l/) -N' - {4- [ (6. h^'>- 
4-^y'j;u) ;t^->] -^/uy (2 3 5) 

6. T-'^V h + ->-4- (4-T^ y^xy+i/) (5 8mg) ^ 

(5ml) izmfmmiti'^. 2. 4-->^'D0 7x^;i/-rv>T^- 

h (9 3ing) ^Ua^. 20^mmf^^^LtZo Sfiii/gf^^^ n o;^-^;^A/7■^^ 

h> (10/1) X'mmti'>')i3¥Ji^ij'7M^i7a-7hi7'yy^ -iz^fommu 
mmcoit^^^ 6 9 m g . JK* 7 3 %T^#fco 

^H-NMR (CDCI3. 500MHz) : 6 4. 04 (s. 3H). 
4. 06 (s. 3H). 6. 47 (d, J = 4. 9Hz. 1 H) . 6. 98 (d 
d. J=2. 4. 8. 5Hz. IH), 7. 19 (d. J=8. 5Hz. 2H). 
7. 2 5 (s. IH) . 7. 2 9 (s. 1 H) . 7. 3 9 (s. 1 H) . 
7. 43 (s. IH), 7. 52 (d, J = 8. 5Hz. 2H) . 7. 56 (s. 
IH) . 8. 4 0 (d. J =2. 4 Hz. 1 H) . 8. 5 0 (d. J =4. 9H 
z. IH) 

®g5>«f«l (FD-MS, m/z) :48 3 (M"^) 
ll%^J2 0 0 

N- (3. 4->>'^oa7x^;U) -N' - {4- [ (6. h^i^- 
4- + y'J;U) :t^->] 7x-;U} "^UT (2 3 6) 

6. 7-'J^ h + v/-4- (4-T^ y^xy + i/) +y'J> (51mg) ^ 
h;Ui> (5ml) KUafmrnttz^. 3. 4->^^Dn7xJ:^;l/>r VvT^- 
h (10 2mg) ^m^. S^i^rsmimMLfto tfriULT^tii^^e^fmU h 
^Ui>-C?5fe}^-r'5Ct{c<kt)^S©{b^*7 Imgx itX^8 4%-^?#fco 

^ H-NMR (DMSO-d 5 0 OMHz) : <5 3. 9 4 (s. 3 H) . 
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3. 95 (s. 3H), 6. 44 (d. J=4. 9Hz. 1 H) . 7. 14- 
7. 2 4 (m. 2H) . 7. 3 4 (m. 1 H) . 7. 3 8 (s. 1 H) . 
7. 50-7. 52 (m. 2H). 7. 59 (d. J = 9. 2Hz, 2H). 
7. 8 8 (s, 1 H) . 8. 4 6 (d. J =4. 9 Hz. 1 H) , 8. 9 2 (s, 
IH) . 9. 0 0 (s. IH) 
S«^tfrffi (FD-MS. m/z) :4 8 3 (M"^) 

N- (3. 5-'>'^oo7x^;l/) -N' - {4- [ (6. 7-'J/ h^i^- 
;^^v/3 7x->>U} ^\y7 (2 3 7) 

6. 7-v^y h + v/-4- (4-T^y7xy + -» +y'J > (5 3mg) ^• 
h;l,x> (5ml) {C5!jnlfe^)l?L/::m> 3. b-'J!7uuy :^-)ly(y=yT^- 
Y (7 6mg) 8^TOI^i£Lfco ^^LX^fz^^^mS^L. V)\^ 

X >t?z5fe^t 5 C t {C J: I? ^S©ft^«r 7 5 m g > JR^ 8 7 %T-^fco 

^H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 3 (s, 3 H) . 
3. 9 4 (s. 3H) , 6. 4 4 (d. J =4. 9 Hz. 1 H) , 7. 1 5 (s. 
IH), 7. 20 (d. J=9. 2Hz. 2H). 7. 38 (s. 1 H) . 
7. 5 1 (s, IH) , 7. 5 4 (s, 1 H) . 7. 5 4 (s, 1 H) , 
7. 59 (d. J=9. 2Hz, 2H) . 8. 46 (d. J = 4. 9Hz, 1 H) 
. 9. 0 0 (b r s. IH) , 9. 0 7 (b r s. 1 H) 
®S^Wffl(FD-MS. m/z) :4 8 3 (M"^) 
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mmm2 0 2 

N- (4-:^oo-2-- ho7ji-Ji/) -N' - (4- [ (6. h 
4^'>-4-^y'J;U) ;^4^'>] 7x-;U} 'yi^T (2 3 8) 

6. 7-i?y h + v/-4- (4-T^ y :7xy + » +y'J > (1 2 3mg) 
*h;Ux> (12ml) JcjQii^jl? L /r^. 4 - :^ o o- 2 h d7 x^;UW 
yi^T^-V (17 2ing) <&Jn^. 1 45JFBm«*iSML/ro ^tii LT^/c^^b^b 

^H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s. 3 H) . 
3. 95 (s. 3H). 6. 46 (d. J = 4. 9Hz. 1 H) . 7. 23 (d. 
J=7. 3Hz. 2H). 7. 39 (s. 1 H) . 7. 51 (s. 1 H) . 
7. 62 (d, J = 7. 3Hz. 2H). 7. 79 (d. J=9. 2Hz, 1 H) 
. 8. 1 4 (s. IH) . 8. 3 5 (d. J =9. 2 H z. 1 H) . 8. 4 6 
(d. J =5. 5 Hz. IH) . 9. 6 2 (s. 1 H) . 10. 0 (s. 1 H) 
Ki^^ef^ (FD-MS. m/z) :49 4 (M"^) . 49 6 (M"^ + 2) 

N- (2-7^y-4-^oP7x^;l/) -N^ - {4- [ (6. h 
^v/-4-^y'J;U) :t^->] 7x-;U} '>l/7 (2 3 9) 

N- (4-^'OD-2--hn7x-;l') -N' - {4- [ (6, h 
t'>-4-+y'J;l') ;i-+->] 7x-;I/}."^l/7 (1 5 8mg) ^^'Do;^;^A 
/^'^y-v'U/'TK (1 0ml/7 0ml/5ml) KmmU h U 

A (1. Olg) ^M^. 6 0V\ZX3 7^miimL^o i^aat^jlAX'2\3\m 

^ift^rS^u m^^i^^^^^j^^XT±h> (10/1) -^mmtii^^)^^ 
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^H-NMR (DMSO-d g. 5 0 OMHz) : S3. 9 4 (s. 3 H) , 
3. 95 (s. 3H). 5. 09 (b r s, 2 H) , 6. 43 (d. J=4. 9 
Hz, IH) . 6. 5 7 (m. 1 H) . 6. 7 8 (d. J =2. 4 Hz, 1 H) . 

7. 17 (d. J=9. 2Hz, 2H), 7. 34 (d. J=8. 6Hz. 1 H) 
. 7. 38 (s. IH). 7. 51 (s. 1 H) , 7. 57 (d, J=8. 5H 
z. 2H). 7. 77 (s, IH). 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, IH) 

mmm2 0 4 

N- {4- [ (6, 7-v'V h^'>-4-4y'J;U) ;j-^v/] 7x-M - 

- (2-fc°'J ^^•>;^;U»'.=:;U) "^l/T (2 4 0) 
6. 7-'>V h + '>-4- (4-T^ y7xy + v/) +y 'J > (7 5mg) ^ 
hJl^^> (7ml) {ciralfe^jSL. h'Jai^;UT$> (1. 4ml) ^Ija^fi'^^ 

^';7=^xy> (2oimg) ^ijD;t. i^mtafm^Ltzo Kmrnizz-n*) 
'j>ijji^^df.-^i K (1 02mg) ^ua^, zmataimmitzo Kmmizmm 

*;UA/T-th> (10/1) -eS§ai-'5->U;^W^7A^'nv h^'^^-f - 

^H-NMR (CDC 1 g, 5 0 OMHz) : <5 4. 0 6 (s, 3 H) , 

4. 06 (s, 3H). 6. 49 (d. J=4. 9Hz, 1 H) , 7. 20 (d, 

J=9. 2Hz. 2H). 7. 43 (m. 1 H) . 7. 57 (s, 1 H) . 

7. 59 (m, IH). 7. 7 1 (d. J=9. 2Hz. 2H) , 7. 97 (m. 
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IH), 8. 28 (d. J = 7. 9Hz. 1 H) , 8. 50 (b r s, 1 H) . 
8. 6 8 (d. J =4. 9 Hz. 1 H) , 10. 1 (b r s. 1 H) . 10. 7 
(brs. IH) 

SS^}#fffi (FD-MS, m/z) : 44 4 (M"^) 

mMm2 0 5 

N- (3-:?^oo-4. h4^'>7x-;U) -N^ - {4- [ (6. 7 

-i>V h4^v-4-^y ';>'U) yjL-M ^1/7(2 4 1) 

6. h + ->-4- (4-7^ y^^y + i^) +y<J > (54mg) 

h;Ui> (5ml) (cjDM^^L^m. 3-^'an-4. 6-i>V h + ->7x^ 
>'U'rV'>7^-h (7 6mg) ^iin^. 1 85>FBlMilML/ro MtE^^^^'n 
n4->;UA/7-fe h> (10/1) -eMgit-'5'>'-':^y;l'7^^A^'PVh^'v7^ 
-J^J:t)mS!iU mm(Dit^m^9 3mg. iR^l 0 0%-e?i/;:o 

^H-NMR (CDC 1 g. 5 00MHz) : <5 3. 7 6 (s, 3 H) . 
3. 8 7 (s. 3H) . 4. 0 2 (s. 3H) , 4. 0 5 (s. 3H) . 

6. 46 (d. J=5. 5Hz. 1 H) . 6. 49 (s. 1 H) . 7. 1 3 (d. 
J=8. 5Hz. 2H). 7. 20 (s. IH). 7. 42 (s. 1 H) , 

7. 50 (d. J=8. 5Hz. 2H) . 7. 57 (s. 1 H) , 7. 59 (s, 
IH). 8. 12 (s. IH). 8. 48 (d. J = 5. 5Hz. 1 H) 

Sa^^fiS (FD-MS. m/z) :5 0 9 (M^) . 511 (M'^ + 2) 

ll»J2 0 6 

N- (4-:^ao-2-y ^;W7x^;l/) -N^ - {4- [ (6. h 
^'>-4-^y'J>>U) :t^->] 7x-;t/} '>l/7 (2 4 2) 
6. 7-i:>V h + v/-4- (4-7i y:7xy + v^) +y';> (5 5mg) J& 
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hJl^y (5ml) izmmmmiti'^. 4-:J'oo-2-y^>'U7x-;U-rv-> 
(9 0mg) =S:mA.. 2 63JrBm«iji^itL;to mthLX^tzM^m^mi 

^H-NMR (DMSO-dg. 500 MHz) : 6 2. 26 (s. 3H). 
3. 9 4 (s. 3H) . 3. 9 4 (s. 3H) . 6. 4 4 (m. 1 H) . 
7. 18-7. 20 (m, 3H). 7. 25 (s. 1 H) . 7. 38 (s. 1 H) 
. 7. 51 (s. IH). 7. 59 (d. J=9. 2Hz, 2H). 7. 87 
(m. IH) . 7. 9 9 (s. 1 H) . 8. 4 5 (m. 1 H) . 9. 15 (s. 
IH) 

S«^tff{a (FD-MS, m/z) :46 3 (M"^) , 4 65 (M'^ + 2) 
IISfe^J2 0 7 

N- (2-:?^oo-3-;<^;U7x^;U) -N^ - {4- [ (6. h 
^v/-4-^y'JjU) :=t-^'>3 7x-;b} -^UT (2 4 3) 

6, 7 -'J/ (4-7iy7iy + » (5 2mg) ^ 

h-»l/a:> (5ml) {Ctl#ft^»Lyt^^ 2 a o- 3 i-;l/'r V > 
7^-h (0. 2ml) «-J!in^. 1 2^f^«iiliKL/;:o o o;^;U 

A/7Hr h> (1 0/1) T'S§it-6 >'J:^yVU;^7A^a^h^*^7>f-{Cj: 

^mmu mmoit^^s omg. iR^3 

^H-NMR (CDC 1 g. 5 0 OMHz) : 5 2. 2 8 (s. 3H) . 
4. 00 (s. 3H). 4. 03 (s. 3H) . 6. 41 (d. J=4. 9Hz. 
IH) . 7. 0 9-7. 1 5 (m. 4H) . 7. 3 7 (s, 1 H) , 7. 3 9 
(s. IH). 7. 42 (d. J=8. 5Hz. 2H). 7. 55 (s, 1 H) , 
7. 61 (s. IH). 7. 72 (s. 1 H) . 8. 44 (d. J=5. 5Hz. 
IH) 
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nM^mmCFD-MS, m/z) :4 63 (M"^). 4 65 (M "^+2) 
IU6fe«?»J2 0 8 

N- (3-7^y-4-:^no7x^;U) -N^ - {4- [ (6. l-'J/ V 
^'y- A-^J )l) t^-yl 7x-;U} 'yUT (2 4 4) 

N- (4-^nD-3--hP7i->'U) -N' - {4- [ (6, 7-->V h 
+ v^-4- + yU->U) ;^+->] :7x— ;U} '^UT (lOOmg) ^i^aa^.jlA 
J'-)\^/-^ (5m 1/1 5ml /3ml) {c?§j^L. "f-i^WSci- V ^ U 
(3 5 8mg) ^Ja^> 6 0'ClCT2 0^PBliti??Ly^o no.tv;bA-e2|oIfftai 

ii^S*L. ]^^i^^'oo;h;l/A/T-tr h> (10/1) T-ggg-TS 'J *>!f;U 
:^7A^'n^ h^'*5:7>f-JCct»5m5S[U SMO^h^ig3<& 3 9mg. iR^4 1% 

^H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s. 3 H) . 
3. 95 (s. 3H). 5. 30 (brs, 1 H) . 6. 45 (d. J = 
5. 5Hz, IH). 6. 6 4 (m. 1 H) . 7. 0 2 (m, 1 H) . 7. 0 6 
(d. J =8. 6 Hz. IH) , 7. 2 0 (d. J =9. 2 Hz. 2 H) . 

7. 39 (s. IH). 7. 52 (s. 1 H) . 7. 57 (d, J=8. 6Hz, 
2H). 8. 47 (d. J=4. 9Hz. 1 H) . 8. 56 (s. 1 H) . 

8. 7 3 (s. IH) 

K«^W«i (FD-MS. m/z) :465 (M"^+l) 



wo 97/17329 PCT/JP96/03229 

17 7 

mmm2 o 9 

N- h^'>ynb°;l/) -N' - {4- [ (6. 7-^^ 

4^yU;l^) :t4^->3 7x^;U} '>l/7 (2 4 5) 

6. 7-v^^ h + ->-4- (4-7^ 7 7x7 + •» +y'J > (5 Img) ^ 
h;Ui> (5ml) {cJnlft^^U h*)^^Jl7i> (1ml) ^rSn;!^^. h 
'J7*xy> (5 4mg) J&Jd^x 2^Pa1JnllfeS«EL:to SJCf^JcS--^ h + '> 
zfn t°Jl7 ^ > (0. 0 5ml) ^]!in^. 1 2^fBmf^MmLtZo RfLm^mM 

;^;^A/T•^rh> (10/1) TSgg-T'S >"My>'U:^7 a-7 h^*^7^ - 
J- i 0 i^Si ^(Dit^^ 5 1 m g . iR^ 7 2 %r'nfto 

^H-NMR (CDC 1 g, 5 0 OMHz) : 6 1. 8 2 (m. 2H) . 
3. 31 (s. 3H). 3. 39 (m. 2 H) . 3. 50 (t, J=4. 5Hz, 
2H). 4. 03 (s, 3H) . 4. 04 (s. 3H). 5. 65 (b r s, 
IH). 6. 44 (d. J=4. 9Hz. 1 H) . 7. 10 (d. J=8. 7H 
z. 2H). 7. 41-7. 55 (m,.4H). 7. 55 (s. 1 H) . 
8. 46 (d. J=5. 5H2, 1 H) 
®S^^M(FD-MS, m/z) :4 11 (M"^) 

mmm2 i o 

N- (2-y h^->x^;b) -N^ - {4- [ (6. 7-'J/ h^->-4-^ 
y';;U) Tt^'yl 7x-JU} '»U7 (2 4 6) 

6, 7->'7 h + ->-4- (4-T$ y 7xy + » +>"; > (5 2mg) <^ 
h;Ux> (5ml) {CJnlfe^ji?Lx h'Ji^;UT^> (1ml) ^UaA.fz'^^ h 
U7*;^y> (5 4mg) ^jD;ix B^rmMMMlt^ mj(^m\c3-/ h + '> 
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xf^;U7^> (0. 0 5ml) ^Ua^s a^mufm^LtZo SJC^JC^KtK^ 

;^L. ilTKBSSI:^ h U-i^AT'^iiL/co UBTmm^W^U 
A/7-lrh> (10/1) T^S.Mt^'>'):^YJliJ^l^i^ 0-7 hi^'yy^ 
tJfilSSJU ^<Dit^=^6 3mg> iR^9 l%-e?#y:e 

^ H-NMR (CDC 1 3. 5 00MHz) : 5 3. 36 (s. 3 H) . 
3. 36-3. 53 (m. 4 H) . 4. 03 (s. 3 H) . 4. 03 (s. 3 H) 
. 5. 81 (brs. IH). 6. 43 (d. J=5. 5Hz. 1 H) . 
7. 87 (d. J=8. 5Hz. 2H) , 7. 4 0 (s. IH) , 7. 45 (d. 
J = 9. 2 Hz, 2H) . 7. 5 5 (s. 1 H) . 7. 9 2 (s, 1 H) . 8. 
45 (d, J=4. 9Hz, IH) 

®«3^tffM (FAB-MS. m/z) :3 9 8 (M'^+I) 

mmm2 i i 

N- {4- [ (6. h^'>-4-4-y *) JU) 7x-;U} - 

- C2-t'^) 'J JU/^Jl^ 'yUT (2 4 7) 

6. 7-PV h + '>-4- (4-T^ y 7xy + i» +y'J > (5 2mg) ^ 
h;bi> (5ml) IcJolSt^L. h'Ji^;UT^> (1ml) ^Sn;iyr^> h 
U7+xy> (54mg) ^jfJD^. 2 :^PBm*feS«(t I y;:o ;RJS^g[{C 2 - f 'J v^;U 
;f f-^UT ^ > (0. 0 5ml) ^tO^. 1 2 ^OTiiiSalt L fco -Ki&«[{C^K7K 
mi- h U -^ATK^Jg^mx i^»if->'l'r-2lHl}ftaiL/::mwa®^iafD:tJ^-e 

Jl^A/r±b> (10/1) X-m^t^i^'J^^YJl^'pJ^i^u^ hir^y^ -iz 
^^ommU M©<b^^7 6mg^ JR$10 0%T-^#^o 
■^H-NMR (CDClq. 500MHz) : 6 4. 00 (s. 3H). 
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4. 0 1 (s. 3H) . 4. 5 8 (d. J = 5. 5 Hz. 2 H) . 6. 3 9 (d, 

J=5. 5Hz. IH). 6. 66 (m, 1 H) . 7. 05 (d. J=9. 2H 
2. 2H), 7. 18 (m. IH). 7. 34 (d. J = 7, 9H2. 1 H) . 

7. 39 (s. IH). 7. 45 (d. J = 9. 2Hz. 2H). 7. 54 (s. 

IH) . 7. 6 6 (m. IH) . 8. 4 0 (b r s. 1 H) . 8. 4 3 (d, J 
= 5. 5Hz. IH). 8. 47 (d. J=4. 9Hz. 1 H) 
S«:^tffM (FD-MS. m/z) :4 3 0 (M"^) 

N- [ (4 - t e r t -zr^JUyjLs:uJl) -N^ - {4- [ (6. 7 

-i^y h^->-4-^y'J;U) :t^'>] 7x-;U} '>l/7 (2 4 8) 

6. 7-v';' h^->-4- (4-T$ y 7xy + '» ^yj > (5 Omg) ^ 
h;l'J^> (5ml) {canB^j^U h'Ji^;UT^> (1ml) ^jDX.^c^. h 
>j7*xy> (55mg) ^Jdx.. 2^P5Jn«iaigL/;:o Wmx:. (4-t e r 
t-y^;U7i^;U) y^;U7^> (0. 0 5ml) ^»D;i> 1 2^^FHm«ljSgK 
Lfco ^^{c^KtKj^-^ h U ■^ATKSfg^Jp^. g^i?j:.^;UT'2|HI}ftaiLfcm 

'm&^';uuii^)\,L./T'^\'y (10/1) -Qm^-ti'^')ti^)\^ti^i^ 
.;^D-7h^57>f-{wi:t)fi|i5|Lx ^©^b^«-2 3mg. JR^2 8%T''f#yio 

^H-NMR (CDC 1 3. 5 OOMHz) : 5 3. 9 9 (s. 3H) . 
4. 01 (s. 3H). 4. 38 (d. J=5. 5Hz. 1 H) . 5. 81 (b 
rs, IH). 6. 38 (d. J=4. 9Hz. 1 H) . 7. 02 (d. J = 
9. 2 Hz. 2H) . 7. 2 0-7. 4 0 (m. 7H) . 7. 5 2 (s. 1 H) . 
7. 6 4 (s. IH) . 8. 4 0 (d, J = 5. 5 Hz. IH) 

Sfi^^fffi (FD-MS. m/z) :48 5 (M"^) 
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lli6^J2 13 

N- {4- [ (6. l-'J/ h4^'>-4-^yU;l/) ;t^->] 7x-;U} - 

- (3-b°'; >^;l/y ^\yT (2 4 9) 

6. 7-i>*y •h + '>-4- (4-7^y7xy + » +y g > (52mg) 

(5m 1) {CjOlfe^jSU h 'J J:.5^;UT 5 > (1ml) ^lB^fz'^^ h 
>J7:*-X>!r> (5 6mg) ^-Jo^x 2 r^PalSnl&SM L RiSfflEJ:: 3 - f 'j 
>^;l.7^ > (0. 0 5ml) ^1X1^. 1 2^P^j!lDl«4SiltLfco SJS^^Ic^SItK 
h 'J '>A7K^?^^]!jn;i. e^i^^^>>bT'2lH]}ftt±iL/cmWtSe^«aft^tg7KT 

;l/A/T-bh> (10/1) TMggt-'5 >'J*y^I/:^5A^n^? h^57>f -IC 

^H-NMR (DMSO-dg. 5 0 0MHz) : 63. 9 3 (s, 3 H) . 
3. 94 (s. 3H), 4, 34 (d, J=5. SHz. 2H), 6. 40 (d, 
J=4. 9H2. IH). 6. 72 (t. J=6. IHz, IH). 7. 12 

(d, J = 9. 2H2. 2H) . 7. 35 (m. 1 H) . 7. 3 7 (s. 1 H) . 
7. 5 0 (s, IH) . 7. 5 3 (d. J = 9. 2 Hz. 2H) , 7. 7 2 (d. 
J = 7. 9H2, IH). 8. 43~8. 46 (m, 2H), 8. 53 (s, 1 
H) , 8. 73 (s. IH) 

OT^^M (FD-MS, m/z) :4 3 0 (M"*") 

im^J214 

N- {4- [(6. 7--:^^ h^'>-4-^yU>>l^) ;t^->] 7x-;l/} - 

- (4-b'U f-;U) '>U7 (2 5 0) 

6. 7-v?y h + i/-4- (4-T^y 7iy4^i/) +y y > (5 2m g) ^ 
(5ml) ICM^ISL. h'Jjif-;UT^> (1ml) ^m^tz'4k. h 
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^)-7ic7.>fy ( 5 3 m g ) ^ Jn^x 2 ^mm^m. L fco SfCfSC 4 - f U v^;!. 
>f-;U7^ > (0. 0 5ml) ^Isitl^ 1 -^^E/S^IC^KtK 

;l/A/T-t?h> (10/1) T'S§a-t'5->U*y>'l'7f7^A^^Dv h^^'^^^r -(c 
ct f5 1i§!! ^(Dit^^ 4 0 m g . iK^ 5 4 %T'li/Co 

^ H-NMR (CDC 1 5 0 OMHz) : 5 4. 0 1 (s, 3H) , 
4. 0 3 (s. 3H) , 4. 4 3 (d. J =5. 5H z. 2H) . 5. 9 7 (m. 
IH), 6. 40 (d. J=5. 5Hz. 1 H) . 7. 08 (d. J = 9. 2H 
z, 2H). 7. 20 (d. J=5. 5Hz, 2H), 7. 38 (s. 1 H) . 
7. 42 (d. J = 8. 6Hz. 2H) , 7. 54 (s. 1 H) . 7. 81 (s. 
IH). 8. 42 (d, J=5. 5Hz, 1 H) . 8. 49 (d. J = 6. IH 
z. 2H) 

M^#f® (FD-MS, m/z) :4 3 0 (M"*") 



Iias^j2 1 5 

N- {4- [ (6, l-'J/ V^\y-A-^J :t^'>] - 
- [ (4->^^^;U7^ y j/^yb] ^VT (2 5 1) 

6. 7->^y h + >'-4- (4-T$y7xy^» +y'J > (5 Img) ^ 
h>'Ui> (5ml) \zWmmL^ hyjif^;UT^> (1ml) ^jD;iyr^. h 
'j7;i-xy> (5 5mg) ^Jn;i. 2^r^Jnl^MLfco SfE?^{c (4->'>/f- 
;l/7$>'7x-;l') ^f-;UT^ > (1 0 4mg) ^n^. 12ii^f^imMmLtZo 

]^S^^on*;l/A/7-b h> (10/1) 'eS§§t"5>"J ;^7y;i/*5A^ 
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hi^-'yy^-iz^iom^U MO{b^tl^l 2mg. JR^l 5 %T''f#fco 

^H-NMR (DMSO-dg, 5 0 0MHz) :<52. 87 (s. 6 H) , 
3. 93 (s. 3H). 3. 94 (s, 3H). 4. 18 (d. J=5. 5Hz. 
2H) . 6. 4 0-6. 4 3 (m. 2 H) . 6. 7 0 (d. J =9. 2 Hz, 2 
H) . 7. 13 (d. J=8. 6Hz, 2H), 7. 14 (d. J=8. 6Hz, 
2H) . 7. 37 (s. IH). 7. 51 (s. 1 H) . 7. 52 (d, J = 
9. 2Hz. 2H). 8. 44 (d, J=4. 9Hz. 1 H) . 8. 57 (s, 
IH) 

HS^^ffi(FD-MS. m/z) :472 (M"^) 
Ilife«»j2 1 6 

N- {4- [ (6. h^'>-4-^J i)Jl) ir^'A - 

- (3, 5-v^^ho7^-;l.) '>l/7 (2 5 2) 
6. 7--:^^ h + v/-4- (4-T^y7iy + -» +>"J> (54mg) 

(5ral) IC^J^^^§)^L/c^^ 3. 5--:>- hn^'x^yU-r VvT^- 
h ( 8 1 m g ) ^ Jox.. 2 0 9tfiiim3m, L fco ^ n n A/T-b 

h> (10/1) X'MMt ^'y'):^YJlti^ 2^ a -7 h ^' ^ -izj:. 10 mmU 
^<Oit^=^ 5 3 m g . JtX^ 5 7 

■•■H-NMR (DMSO-d g, 500 MHz) : 6 3. 94 (s. 3H), 
3. 95 (s. 3H). 6. 46 (d. J=4. 9Hz, 1 H) . 7. 24 (d. 
J = 9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) , 7. 5 1 (s. 1 H) . 7. 
64 (d. J=8. 5Hz. 2H). 8. 42 (s. 1 H) , 8. 47 (d, J 
= 4. 9Hz, IH). 8. 77 (s. 1 H) . 8. 77 (s, 1 H) . 9. 2 
1 (s. IH) , 9. 73 (s, IH) 

(FD-MS. m/z) :5 0 6 (M'^+1) 
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N- (i/^o^^>.>l/) -N' - {4- [(6. 7-'>y h^->-4-^y'J 
Jl) ir^z/^ yjL^jl) (2 5 3) 

6. h^i/-4- (4-T$ y + +y'J > (2 0 Omg) 

^h;Ux> (5ml) IzljQfmmitL^^ v^o^+v/;I.^Vi/7^- h 
(3 4 Omg) <£-»p;i^ 8 0~9 0t:-C=3 O^mimimLfZo SlC^gtCTK^Ja 

^^2 1 Omg. i(2$7 4%T'^iA:o 

^H-NMR (CDClg, 500MH2) : 6 1. 11~1. 22 (m. 2 
H) . 1. 3 4-1. 4 6 (m. 2 H) . 1. 5 6-1. 6 6 (m. 2 H) , 

1. 68~1. 78 (m, 2H). 1. 96-2. 0 5 (m. 2H). 3. 64 
-3. 73 (m. IH), 4. 05 (s. 6H). 4. 58 (d. J=7. 9H 
z. IH) . 6. 3 6 (s, IH) . 6. 4 6 (d. J = 4. 9 Hz. 1 H) . 
7. 13 (d. J=8. 6H2. 2H). 7. 42 (d, J=8. 6Hz. 2H) 
. 7. 42 (s. IH). 7. 56 (s. 1 H) . 8. 48 (d. J=4. 9H 

2. IH) 

Sg^tffffi (FD-MS. m/z) :421 (M"^) 



Ilifi0!12 18 

N- (3. 4-'JyJl:tvyj^^Jl) -N' - {4- [(6. 
-4-^y'J;l/) ;f^->] 7xX>>U} »U7 (2 5 4) 

6. 7-v?y h + '>-4- (4-7^ y7xy + v^) +y 'J> (50mg) ^ 
h;l/i> (5ml) lcJn*ft^j|?U h'JJi^;U7^> (1ml) ^jD^/i^, h 
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(5 5mg) ^-JDX.. Z^fiiimmMLi-^o imm^^, 
;U;tnT-'j> (6 6mg) «•JDx.^ 2 05^iajDMiSiiKL/ro SiESlJC^ifcK^g 

A/T-feh> (10/1) T'Jg5at'S->'J;^W:<7 5A^'D-7 h^5 7>f -{IJ; 

^H-NMR (CDClg. 500 MHz) :54. 03 (s, 3H). 
4. 06 (s. 3H) , 6. 45 (d, J=5. 5Hz. 1 H) , 6. 96- 
7.0 2 (m, 1 H) . 7. 0 2-7. 1 0 (m. 1 H) . 7. 11 (d, J = 
8. 5Hz. 2H) . 7. 41-7. 45 (m. 2 H) . 7. 48 (d. J = 
8. 6Hz. 2H). 7. 58 (s. 1 H) . 7. 72 (s. 1 H) . 7. 74 
(s, IH) . 8. 44 (d. J=5. 5Hz. 1 H) 
Mfi^tt^M (FD-MS. m/z) :45 1 (M"^) 

mmm2i 9 

N- (2. 4. 5- m7>>l/;ro7x^;l/) -N^ - {4- [ (6. 7-^;< 
h4^i/-4-^y'J;U) ;t-^'>] -^1x7 (2 5 5) 

6, 7--:^^ h + v-4- (4-7$ (5 0mg) ^ 

h^Ux> (5ml) izUaimmU h')^f-J\^7i> (1ml) «-}!jn;iyi^x h 
•j^^xyy (5 5mg) ^Sn;i. 3 ^r^iOlftaiK L /^lo 2 . 4. 5- 

V')yjU^n7^')> ( 7 5 m g ) 2 0 ^FBlJnlftiiM L /^o RlG/^^lc^ 

i?7K5lli- h 'J '^7A7K^^&^SD;i> i^®?if^;UT2lHlJ4ttiLfcmW:^®^fiSfn^i^ 

o*;UA/7-feh> (10/1) ■eMgit-5'>'J3?;y;U*7A^'nv 
--{-J:«3ISSS!L. ^S©<t:^^5 8mg. imi 
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^H-NMR (DMSO-dg. 5OOMH2) :63. 94 (s. 3 H) . 
3. 95 (s. 3H) , 6. 45 (d, J=5. 5H2, 1 H) . 7. 24 (d. 
J = 8. 6Hz, 2H), 7. 40 (s, 1 H) . 7. 52 (s. 1 H) . 

7. 59 (d, J=8. 6Hz, 2H). 7. 6 2-7. 7 0 (m, 1 H) , 

8. 17~8. 25 (m. 1 H) . 8. 48 (d. J=4. 9Hz. 1 H) . 
8. 76 (s. IH) , 9. 2 3 (s. 1 H) 

fift^^T^a (FD-MS, m/z) :4 6 9 (M"^) 

mmm2 2o 

N- (2. 4, -N' - {4- [(6. T-'J:^ 

6, 7--:^/ h + v-4- (4-71 yyjiJ^'y) +y'J > (5 Omg) ^ 
h^Ui:^ (5ml) Izmm^mU h'jxf-;U7$> (1ml) ^Jn;i;t&. h 
'J7;fxy> (5 5mg) ^tl;!^ 3^Hm«iiailEL/co SJ5«[{c2. 4. 6- 
h U 7 a 7- 'J > ( 7 5 m g ) ^ia;i. 2 0 ^^PelMS^It L /;:o SCv?£«c^ 

o;^;UA/T-t? h> (10/1) xm.m-^'^')-fJ¥}Vti'7L.^ur?Y!/'^y^ 
-{-.fct)i^Sl{L. SS©{fc^^<£r3 7mg. 1R^4 7%T'?§/:o 

^H-NMR (DMSO-dg. 5 00MHz) :<5 3. 9 4 (s. 3 H) , 
3. 95 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1 H) . 7. 20 (d, 
J = 8. 6Hz. 2H). 7. 29 (t. J=8. 6Hz, 2H). 7. 39 
(s, IH), 7. 52 (s. IH). 7. 58 (d. J=8. 6Hz. 2 H) . 
8. 07 (s. IH). 8. 46 (d. J=5. 5Hz. IH), 9. 14 (s. 
IH) 
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M^^ia (FD-MS. m/z) :4 69 (M^) 
IIWJ2 2 1 

N- (2. 3. 4- h 'J7;U;j-a7jL^;U) -N^ -{4- [(6. l-'J^ 
h^ >-4 'J>>b) ;=t-^->3 7^^;!/} "^UT (2 5 7) 

6, 7-i>^ h + '>-4- (4-T^ y «J > (5 Omg) ^ 

Y)l3Ly (5ml) {ciinllft?§»L^ hUi^Jl'7i> (1ml) ^jD;ifc^. h 
'J7:fxy> (5 5mg) ^-m. Z^mt!^m.Lfzo mcmz2, A- 
V')yjl:ta7-^J y (7 5mg) ^UaA.^ 2 0 :^Fam*iiS^fE L fco SlD?SE(Cj^ 
KTKf^:^ h U A7K^^JD;t. llPi?i^>'l/T2llIffltiJL/::mwa®^iafil^*l 

a,-^;l/A/T-lr h > (10/1) T'Sga-r-S > U :^ 'Ir^U* ^A^'avh^'^^^ 
-{^iDlfSL. mm<Dit^=^l 8mg. JR*2 3%T''fi/;:o 

■^H-NMR (DMSO-dg, 5 0 0MHz) .53. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 44 (d. J=4. 9Hz. 1 H) . 7. 23 (d, 
J=8. 6Hz. 2H) . 7. 25-7. 33 (m. 1 H) . 7. 39 (s, 1 
H) , 7. 52 (s. IH). 7. 59 (d. J=8. 6Hz. 2 H) , 

7. 8 5-7. 9 2 (m, 1 H) . 8. 4 7 (d. J =5. 5 Hz. 1 H) . 

8. 73 (s. IH) , 9. 2 1 (s, 1 H) 
®fi^«TM (FD-MS, m/z) :4 6 9 (M"^) 

11*6^2 2 2 

N- (2. 5-i^'p< h^->7x^;U) -N^ - (4- [ (6. 7 -'J/ h4-'> 
-4-^y'J;U) 7x~^b} '>l/7 (2 5 8) 

6, 7--:^> h + ->-4- (4-7^y 7xy + i/) +y 'J > (5 6mg) ^ 
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hJi^^y (5ml) h^j^^Ji^ny (imo ^m^t:i'ik. h 

(6 6mg) ^m^^ z^mwimmuzo Kfc^mi^2, s--:^^ 

h+>T^U> (102mg) =^uaz.^ lO^mimf^^Ltzo SlE^Slc^MTk 

^^muL. nmoit-^^^ img. o%T'^#y;:o 

-^H-NMR (CDC 1 3, 5 0 OMH2) : 5 3. 6 8 (s, 3H) , 
3. 78 (s, 3H). 4. 02 (s. 3H), 4. 05 (s. 3H). 

6. 46 (d. J=5. 5Hz, 1 H) , 6. 53 (dd. J = 3. 1, 8. 5 
Hz. IH). 6. 76 (d. J = 9. 2Hz, 1 H) . 7. 13 (d. J = 
9. 2Hz. 2H). 7. 43 (s, 1 H) , 7. 52 (d. J=9. 2H2. 
2H) . 7. 5 5 (s. IH) . 7. 5 7 (s, 1 H) . 7. 7 8 (s. 1 H) , 

7. 91 (d. J=3. IHz. IH). 8. 49 (d. J=4. 9Hz. 1 H) 
SS^^M (FD-MS. m/z) :47 5 (M"^) 

llj&^J2 2 3 

N- (3. j^=.)\r> -N^-{4-[(6. l-'J/V^i/ 

yx.:=.)\A tf\/7 (2 5 9) 
6. 7-i?y h + v/-4- (4-T^ y7jLy + >) +y U > (5 3mg) 
(5ml) JcinlSi^ji?L. h'jif-;i/T^> (Imi) ^Jn^fc^, h 

i;7:*-X'5r"> (loimg) 4%fSiim^\.fzo K^mz%, 5-v^ 

y h + i/T-U> (62mg) «:Sn;i. 1 3^P5SDiiiB«tLfco SlC/SJc^i^TK 
h 'J ^ i.imm.^1Si7^. i^Kif-;UT2lHiaaiLfcmW«t®^iafD^ig7K-e 
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^ H-NMR (CDClg, 500 MHz) :<53. 73 (s. 6H), 
4. 00 (s, 3H) , 4. 03 (s. 3H). 6. 18 (s. 1 H) , 

6. 42 (d. J=5. 5H2, 1 H) . 6. 60 (s, 1 H) , 6. 60 (s. 
IH). 7. 09 (d. J=8. 6Hz. 2H). 7. 40 (s. 1 H) . 

7. 45 (d, J=8. 6Hz, 2 H) , 7. 56 (s. 1 H) . 7. 68 (s, 
IH). 7. 85 (s. IH). 8. 45 (d, J = 5. 5Hz. 1 H) 

M^^rfii (FD-MS, m/z) :4 7 5 (M"^) 

IIWJ2 2 4 

N- (2. 3-'Jyjl:^uy:z:=^Jl) -N' - {4- [ (6. h^'y 
-A-^J^)J\d :t^->] 7x-Jl/} '>U7 (2 6 0) 

6. 7-i^y h + ->-4- (4-T^ y ^xy + i/) +y U > (5 Omg) ^ 
V)Vx.y (5ml) {cinii^jKU h 'J ^f-^UT ^ > (1ml) ^m^tdk. V 
+ (5 5mg) ^Jn;i. S^HjtoiljSiKLfco -Ri&^&{c2. 3-v^7 
;^;^oT^•J > (5 1ml) ^Sn^^ 2 0^F»«4SML^Co SJKfgftCi^MTKS 

A/T4rh> (10/1) -eMga-r'5i^'J7^^*>'l'?'7 5A^avh/7:7>f -(CJ; 
OmSSIU lSS©<b^«:6 Omg. JR$7 9%'e?ifco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s, 3 H) . 
3. 95 (s. 3H). 6. 45 (d, J = 4. 9Hz. 1 H) , 7. 02- 
7. 0 8 (m, IH) , 7. 1 1-7. 1 9 (m, IH) . 7. 2 3 (d. J = 
9. 2Hz. 2H). 7. 39 (s, IH). 7. 52 (s. 1 H) , 7. 59 
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(d. J = 9. 2Hz. 2H), 7. 94~7. 99 (m, 1 H) . 8. 47 
(d. J = 4. 9Hz, IH) . 8. 78 (s. 1 H) . 9. 2 5 (s. 1 H) 
Sa^^^i (FD-MS. m/z) :45 1 (M"^) 

mmm22 5 

N- (3. 5-->'7;U;tn7x-;U) -N^ - {4- [ (6. 1 - 'J / h^-> 

6, 7 -if / h + v/-4- y7xy + -» +>"J > (5 Omg) ^ 

(5ml) {cSolft^jSL. hUif-;UT$> (1ml) ^ija^fz'^^ h 

'j7;j-7Ly> (5 5mg) ^m^^ s^i^rnmtmuLtzo ^j^mzs, 

;U;t-n7-y> (6 6mg) <&jD;i. 2 O^^PSJDllWSiftLfce SJC^&J^^tK^!! 

A/T-bh> (1 0/1) ■C'Jgg|f'5'>U*y;U*7A^'nv hr5:7.f -irj; 
l9i^^U ^©{l:^^4 9mg. JR^6 4%T'^^o 

^H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz. 1 H) , 6. 7 5- 
6. 83 (m. IH) , 7. 1 6-7. 26 (m. 4 H) . 7. 39 (s, 1 H) 
, 7. 52 (s. IH), 7. 59 (d. J=8. 6Hz, 2H). 8. 47 
(d. J=4. 9Hz, IH). 8. 99 (s. 1 H) , 9. 12 (s. 1 H) 
®fi^^^(FD-MS. m/z) ;45 1 (M"^) 
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mmm22s 

N- (2. 3. 6- m7;U;f-n7:c.r^;l/) -N^ - {4- [(6. 7-'J/ 

h^v/-4-4^y'j;u) yx.-M ^yur (2 6 2) 

6, l-'J^ y7xy*v/) +y'J > (5 Omg) ^ 

hJlJ^y (5ml) tztjaimm L^ h U x^jUT i > (1ml) ^ap;ifc^. h 
'J7*xy> (5 5mg) ^Jo;tx 3 ^^r^jDj^^S L /Co RJC?&{3 2. 3, 6- 
h 'J 7;b;i-nTj:^ 'J > (5 3ml) ^iD;i. 2 0^rBm«ijiiltL/;:o SJt^J::^ 
mymi- h 'J -fATKif/gi^^jtjn;!. S^g?xf-;l/T2[Hlfttjti L/c^WaB^ISftI:fti^ 

n*;l/A/T-feh> (10/1) ■CMgi^*i^U*y>'U^7A^'o^h^*7 7-f 
-l;:«fcl9llSJL. SMcD^b^^^S Omg. JR$3 8%Tlfyro 

^ H-NMR (DMSO-d g, 500MHz) : d3. 93 (s, 3H), 
3. 94 (s, 3H). 6. 44 (d. J=5. 5Hz, 1 H) . 7. 15- 
7. 2 5 (m. 3H) , 7. 3 3-7. 4 4 (m, 2 H) . 7. 5 2 (s. 1 H) 
. 7. 59 (d. J=8. 6Hz. 2H), 8. 41 (s. 1 H) . 8. 46 
(d, J=4. 9H2, IH), 9. 18 (s, 1 H) 
Kfi^^M (FD-MS, m/z) :4 69 (M"^) 

N- (2. e-'Jyji^gy^^Ji) - {4- [ (6. 7->^y h^'> 
-A-^J'))D ;t-^'>] 7xj:i;U) '>UT (2 6 3) 

6, 7--:^^ h4-i/-4- (4-T~ y + +y 'J > (5 Omg) 
h;Ui> (5ml) JwjDJfe^»L/rm. 2, 6 - >'7;U;to7i-;U^ y i^T:!^ 
-h (10 4mg) ^»n^^ 3 0^>PaSD«liKlELy::o tfrttJ LT#/;:lgfB^«KU 
h ^Ui >-C25fe^1- -5 C i {c J; mmo^l^iSli^ 5 7 m g > iR^ 7 4 %-e?#/::o 
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^ H-NMR (DMSO-d g. 500 MHz) : 6 3. 94 (s. 3H), 
3. 95 (s. 3H), 6. 44 (d. J=4. 9H2, 1 H) . 7. 13- 
7. 2 5 (m. 4H). 7. 2 8~7. 3 8 (m. 1 H) . 7. 3 9 (s. 1 H) 
, 7. 5 2 (s. IH) . 7. 5 9 (d. J =9. 2H z. 2 H) , 8. 15 
(s, IH). 8. 46 (d, J=5, 5Hz, 1 H) . 9. 09 (s, 1 H) 
SS^^^M (FD-MS. m/z) :45 1 (M"^) 

mmm2 2 8 

N- [2. 5-b'X (h 'J 7;U;ray^;U) 7^Ji.;l/3 -N^ - {4- [(6. 

b^'y-4-=^J ;t-^'>3 -^uy (2 6 4) 

6, h + >-4- (4-7^y 7xy + -» 'J > (5 0mg) ^ 

(5ml) izmfmmU hU^^f-^ur^^ (ImO ^j!in;i/cm> h 
^)y*xYy (5 5mg) ^Jn^> S^r^Jnl&SiitL/Co ^^/&Jw2. 5 -fx 
(h •j7;l/;i-oyf-;l/) t~U> (7 9ml) ^Ua^^ 2 O^f^mmitmLiZo 

^mm-k^yif.-^m^u m7i^mwti-h')':?j^'C'mkLfzo «^T^i«^®*u 

mM^i^ oa^.jlAXT-b h > (10/1) T-Jgigt-S'>U:^y;U*7A^ov 
-(cJ:t)||S!iU M©{1:^«:3 Omg. JR^3 2%'CmfZo 
•^H-NMR (DMSO-d g, 5 0 OMHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s. 3H), 6, 45 (d. J=4. 9Hz. IH). 7. 24 (d, 
J =9. 2 Hz. 2H) . 7. 4 0 (s. 1 H) . 7. 5 2 (s, IH) . 

7. 60-7. 66 (m. 3H). 7. 95 (d. J=7. 9H2, 1 H) , 

8. 38 (s. IH). 8. 46-8. 52 (m. 2H). 9. 70 (s. 1 H) 
Kfi^^M (FD-MS. m/z) :55 1 (M*^) 
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N- (2, h4=-->7x-;l/) -N^ - {4- [ (6. h^'> 

-4-^y'J;l/) ;r4^'>] 7 '^l^7 (2 6 5) 

6. 7 -'J/ h + '>-4- (4-T$>'7iy + » U > (5 Img) ^ 
h;l/x> (5ml) IwJDnlSH^ftPLx h'Jif-;UT^> (1ml) ^m^fz'^. h 
•j7*xy*> (7 2mg) ^ita^x 3^P5Sn|S!iS«tLy:o SiS^Se(w2, 4-i/V 
h + '>T-'J> (6 0mg) ^Sn^. 1 15^P^jDilS«tL^o RJCJftlw^BNcS 

A/T-b h > (10/1) -eJggai-'S ^U^^'v'U^^A^ov h^^^^-f -ICJ: 
t)mKU ^©^l:^^4 4mg. JK^5 3%T'fi/::o 

^H-NMR (CDC 1 3, 5 0 OMHz) .6 3. 7 4 (s. 3H) . 
3. 8 0 (s, 3H) . 4. 0 3 (s, 3 H) , 4. 0 5 (s. 3H) . 

6. 4 4-6. 5 1 (m, 3H). 7. 0 6 (s, 1 H) , 7. 12 (d, J = 
9. 2 Hz, 2H) . 7. 4 3 (s, 1 H) . 7. 4 9-7. 5 1 (m, 3H) , 

7. 5 7 (s. IH) , 7. 8 6 (d, J =8. 6H z. IH) . 8. 4 8 (d. 
J=5. 5Hz. IH) 

K«3>^lt (FD-MS, m/z) :4 7 5 (M"^) 

lli&^2 3 0 

N- (2-:»oa7x-;U) -N' - {4- [ (6. l-'J/ h^i/-4-^ 
yu;l/) 7xxM '>i/7 (2 6 6) 

6. h + v/-4- (4-T$>'7xy + S/) +y 'J > (52mg) ^ 

(5ml) izmmmmLtz'4t. 2-^'na7x->'H'Vi/T:f-h 
( 0 . 0 5ml) ^IJQ^^ 3 0 :»F^tJDil«iS L tZo SfG^^^ ^ n o A/7 
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•thy (1 0/1) TJgga-r5*>y?^y>'l'*^A^nvh/57>f -CJ;«9ll5l{ 

^H-NMR (CDCI3. 5OOMH2) :<54. 01 (s. 3H), 
4. 05 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) . 6. 98 (d 
d, J=7. 3. 7. 9Hz. IH), 7. 14 (d, J=8. 6Hz, 2H) , 
7. 26 (dd. J=7. 3. 7. 9Hz. 1 H) . 7. 31 (d. J=7. 9 
Hz, IH). 7. 43 (s. IH). 7. 52 (d, J=9. 2Hz, 2H) , 
7. 57 (s. IH). 7. 57 (s. IH), 8. 24 (d, J=7. 9Hz, 
IH) . 8. 3 7 (s. IH) . 8. 5 0 (d. J = 5. 5 Hz. 1 H) 
M^^ffl (FD-MS. m/z) :44 9 (M"^), 45 1(1^"^+ 2) 

ll£i^J2 3 1 

N- (jS-i^uayj^zLji) -N^ - {4- [ (6. 7-'>V h^S/-4-^ 
yj^l/) :t^'>] '>U7 (2 6 7) 

6. 7-vy h + v/-4- (4-7^ y + » +y 'j > (5 2mg) ^ 
h;Ux> (5m 1) izmimmtiz^^ 2-^'oo7i^;U>rv>7*- h 
(0. 0 5ml) <&JD^^ 3 O^ra^SnlKijSJlEL^o -RJC^«[^^ n ^;^;^A/7 
■fe h> (1 0/1) X'mMi-^'>'):fjYJiti^Ai7n-?hir^y^ -izx^)mu 
U ^jS©{k^i^^7 2mg> iR^9 3%T-^/io 

^H-NMR (CDClg. 5 00MHz) : <5 3. 98 (s. 3H). 
4. 0 3 (s. 3H) . 6. 4 1 (d. J = 4. 9 Hz. 1 H) . 6. 9 9 (d, 
J = 7. 9Hz, IH). 7. 09 (d. J=8. 5Hz, 2H). 7. 16 
(dd. J=7. 9Hz. 7. 9Hz. 1 H) . 7. 23 (d. J=8. 6Hz. 
IH) . 7. 3 8 (s, IH) . 7. 4 2-7. 4 4 (m. 3H) . 7. 5 6 
(s. IH), 8. 13 (s, IH). 8. 14 (s. 1 H) . 8. 44 (d. 
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J = 5. 5Hz, IH) 
Sa^^ji (FD-MS. m/z) : 44 9 (1^"^). 451(M'^ + 2) 

N- (2, 3-i>'^ h^'>7x-;U) -N^ - {4- [ (6, l-'J/ h^'> 
-4-^y'J;U) ;r^->] 7x-;b} '>U7 (2 6 8) 

6, 7-v?p< h + >-4- (4-7^ /7xy + » U > (5 2mg) ^ 
h;Ux> (5ml) «m?§)l?L. h'Jxf-;UT^> (1ml) ^JUn^^;:^. h 
'J7*x>y'> (7 4mg) 3^P^jDll!iil»tLfco Sf5«[{c2. 3--:^^ 

h4^i/T-U > (0. 0 5ml) 1 15JPBl]!)DlfeaiJitL/Co Kf£;«[»c^i? 

7Kf^:>- h '>i't7A7K?§^S^Jn;i. i^g?xf-;bT'2[siat±iL/c'#WaM^«a?P^7k 

*;UA/T-th> (10/1) ■CSg§1-S->U^^"->U:^^A^D-7 h^*5 7>f - 
ICcfci^mSiU ^j@©{l:^^8 3mg. Umi 0 0%T1#/Co 

^H-NMR (CDC 1 3. 5 0 OMHz) : 5 3. 7 2 (s. 3H) . 
3. 84 (s. 3H). 4. 02 (s. 3H) . 4. 05 (s, 3H), 

6. 46 (d. J=5. 5Hz, 1 H) . 6. 62 (d, J=7. 9Hz. 1 H) 
, 7. 05 (dd. J=8. 5, 8. 5Hz, 1 H) . 7. 13 (d, J = 

9, 2Hz. 2H), 7. 43 (s. 1 H) . 7. 54 (d, J=8. 6Hz. 
2H). 7. 58 (s. IH), 7. 85 (d, J=8. 6Hz. 1 H) . 

7. 88 (s. IH)., 8. 27 (s. 1 H) , 8. 50 (d, J=5. 5Hz, 
IH) 

Kfi^^fffi (FD-MS. m/z) :47 5 (M"^) 
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m^m2 3 3 

N- (4-b Ko^'>7x^;b) -N^ - {4- [ (6. h^'>-4 
-^yjjU) yjr^i/l 7x-;U} OUT (2 6 9) 

N- (4-^>->">»b;f+e/7x^;U) -N' - {4- [ (6. h + v^ 

-4-+y'J^U) 'i7U7 (2 2 8mg) ^N. N--:^yf-;U 

;f>;l/AT^ K/l^g?x^;U (15m 1/2 0ml) (c^ji?U h'Ji^;U7$> 
(4ml) ^Ja;t/cm. 2 0%7KK^b/^°7i^':'A (1. 1 8 g) ^Jn;i. tK^*' 
5l^Plliti^Lyro KJm^-^y^ h6iiU ■S^K^SiSiLfc 
SjS^^oD5^;UA/7-fe h> (10/1) TJg§gi-5">U;57W:^7A^ 
^^hi^'yy^ -izJa^mmU ^SO^b^^l 8 8mg. JR^l 0 0%lrj§ 

^H-NMR (DMSO-d g. 500MHz) .6 3. 98 (s. 3H). 
3. 9 9 (s, 3H) . 6. 6 0 (d. J =5. 5 Hz. 1 H) . 6. 6 8 (d, 
J=8. 6H2. 2H). 7. 21 (d. J = 8. 5Hz. 2 H) . 7. 22 
(d. J = 8. 5Hz. 2H). 7. 47 (s. 1 H) . 7. 60 (d, J = 
9. 2Hz, 2H). 7. 61 (s. 1 H) . 8. 58 (s, 1 H) . 8. 59 
(s. IH), 8. 98 (s, IH), 9. 03 (s, 1 H) 
S«^*fflt (FD-MS. m/z) :4 31 (M''"+1) 

3 4 

N- (4-7-fe h^>>7xx;l/) -N^ - {4- [ (6. 7 - i>V h^i/-4 
-^y'J;b) 7xx;U} '^1/7 (2 7 0) 

N- (4-t Kn + v/^iX^U) -N' - {4- [(6. 7-v>Vh + v/-4 
-+yU-»U) 7i-;l/} '>U7 (4 7mg) ^m^^U> (6ml) 

Iw^ffPU hyxf-;l/7^> (2ml) ^i!lD;i^^x «87KI^K (0. 5ml) ^ 
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§£iiL/ro ®ET?§ii^S*L. ^^i^^ n n:f>;I.A/T4? h > (10/1) T' 

3 5mgx iR^6 8%X''^fZo 

H-NMR (CDCI3. 500 MHz) : 6 2. 31 (s, 3H), 
4. 01 (s, 3H). 4. 04 (s. 3H). 6. 43 (d. J = 5. 5Hz. 
IH). 7. 01 (d. J = 8. 6Hz. 2H) . 7. 11 (d. J=9. 2H 
z. 2H). 7. 26 (brs. 1 H) . 7. 32 (d, J=9. 2Hz. 2 H) 
. 7. 40 (s. IH). 7. 45 (d, J=9. 2Hz. 1 H) , 7. 56 
(s. IH). 7. 56 (brs. 1 H) . 8. 46 (d. J=4. 9Hz. 1 
H) 

®fi5>*f<g (FD-MS, m/z) :4 7 3 (M"*") 

mmm2 3 5 

N- (3. 4. 5- h 'jy h^'>7x-;U) -N^ - {4- [ (6. 7--:^^ 
h^->-4-^y'J>>b) 7x.:i;U} "^1/7 (2 7 1) 

6, h4^v/-4- (4-T^ y^xy^^S/) +y U> (52mg) ^ 

h;Ux> (5inl) \ztXlimmi> h')^^JlTi> (1ml) ^JaX-^liS^s h 
^)yt:^Y> (6 6mg) ^Ha^^ 2i/^mm^MMlfZo KJ&m^Z. 4. 5- 
'J/ h+->T-U> (7 6mg) ^SD;ts 1 Qi^riSmf^Mltio SlEJftJc^ 
tK^^ h 'J '>A7k^&/^^tJn;i. t^g?xf-;UT'2lHl}fttliLy::^W«S^fiSfn:tJ^7k 

^Jl/A/T-fehV (10/1) •eJggat5i''J*y>'l'^^A:5^n^h/5 7^- 
JwJ:»)1tSSU ^Oit^m^l 6mg. JR$8 
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^ H-NMR (CDCI3. 500 MHz) : 6 3. 81 (s. 6H). 
3. 8 3 (s. 3H) . 4. 0 2 (s. 3H) . 4. 0 5 (s. 3H) , 

6. 44 (d, J=4. 9Hz, 1 H) . 6. 69 (s, 2 H) . 7. 12 (d. 
J=9. 2Hz. 2H). 7. 41 (s. 1 H) , 7. 41 (b r s. 1 H) , 

7. 48 (d, J=8. 6H2. 2H). 7. 57 (s. 1 H) , 7. 58 (s. 
IH) , 8. 47 (d. J = 4. 9Hz. 1 H) 

Kfi^lffii (FD-MS. m/z) :5 05 (M"*") 

N- (2, 4-i^7;l/;i-P7x^;U) -N^ - {4- [ (6. 7-vy h^i/ 
-4-^yU;U) ;r^->] 7x^;U} 1/7 (2 7 2) 

6. 7-v>V h + '>-4- (4-T^ y 7iy4^v) +y U > (l O Omg) 
^h;Ux> (lOml) {cJnUft^lSLyi^x 2. 4-x7-»U:tn7x-;b'r V'> 
T^-h (12 0iril) «>Jn;i. 3 O^^P^JnikSifELfco «ftllLTty;:l^a^« 
UiU h;bJc>T'25fe^1-5C<i:{cJ:»5M®{b^'^^l 2 8mg> iiX^8 4%-e 

^H-NMR (DMSO-dg. 5 0 0MHz) .63. 94 (s. 3 H) . 
3. 95 (s. 3H). 6. 46 (d. J=4. 9Hz. 1 H) . 7. 03- 
7. 1 0 (m. IH) . 7. 2 2 (d, J =9. 2 Hz. 2H) . 7. 2 8- 
7. 3 5 (m. IH) . 7. 3 9 (s. 1 H) . 7. 5 2 (s. 1 H) , 

7. 59 (d. J=9. 2Hz. 2H). 8. 05-8. 12 (m. 1 H) . 

8. 47 (d, J=5. 5Hz. 1 H) . 8. 52 (s. IH). 9. 15 (s. 
IH) 

!Sfi^«Tii (FD-MS. m/z) :45 1 (M^) 
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N- (2. 5-v^7;U;fP7x^;U) -N^ - {4- [ (6. 7->?y h^-> 
-4-^y'J>>b) ^^'>] 7x-;U} -^Uy (2 7 3) 

6. (4-7i y 7xy^-» +y U > (1 0 Omg) 

^h^Uoiy (lOmI) iz1jafmmLt^"^> 2. 5 - v7>'U;J-a7x-;U'r V-> 
7^- h (12 0ml) ^jD;i. 3 0 ^^FalJnl^sfL L /co ^{li LTi/c^ga^^jg 
DiU h;bx>-ei5fe^1--5C«»:m:l9^jS©'fl:^ti^l 3 2ing^ iR^8 7%-e 

^H-NMR (DMSO-dg. 500MHz) : 6 3. 94 (s. 3H). 
3. 95 (s. 3H), 6. 46 (d. J=5. 5Hz. IH), 6. 8 0- 

6. 87 (m, IH), 7. 23 (d, J=9. 2Hz. 2H). 7. 27-- 

7. 33 (m. IH). 7. 40 (s. 1 H) . 7. 52 (s, 1 H) . 

7, 59 (d. J=8. 6Hz. 2H) , 8. 0 3-8. 08 (m, 1 H) , 

8. 47 (d. J=5. 5Hz. 1 H) . 8. 78 (s. 1 H) . 9. 27 (s, 
IH) 

(FD-MS. m/z) :45 1 (M"^) 

IIJS^J2 3 8 

N- (4-7$ y-2-^oo7x^>>t/) -N^ - {4- [ (6, 7-^^ h 
^.>_4-4.y ;j-^->] yj.^M '>L/7 (2 7 4) 

N- (4-^oo-3--ha7i-;I/) -N' - {4- C (6. 7-'J/ V 
+ i/-4-+>"J-'U) 3J-^">] -'I/} '>U7 (15 Omg) ^^'noTjx^l/A 

/y:?y-;l//7k (1 Oml/1 3ml/3ml) lc^«?U h U 

A (5 0img) iija^. GovizTso^ratmtf^o i^^t3^.j\,M.-v2mA 
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mm^^^u m,m^i7na^sjiA/7-th> (lo/i) X'mmt^'y')^^ 

^H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 94 (s. 3H), 5. 14 (b r s, 2H) , 6. 43 (d, J = 4. 9 
Hz. IH). 6. 51 (m, 1 H) . 6. 65 (d. J=2. 5Hz. 1 H) . 
7. 1 7 (d. J =9. 2Hz. 2H) , 7. 3 8 (s, 1 H) , 7. 4 8 (d, 
J = 8. 6Hz. IH). 7. 51 (s. 1 H) . 7, 56 (d. J=8. 5H 
z. 2H) . 7. 8 3 (s. IH) . 8. 4 5 (d, J = 5. 5 Hz. 1 H) . 
9. 1 0 (s. IH) 
®«^«f<i (FD-MS. m/z) :46 4 (M"*") . 4 66 (M"^+2) 

N- {4- [ (6. 7-S>V h^'>-4-^y U^b) ^^->] 7x-;b} - 
- [2-xh4^S/^;l/:K^;b7x.:i;U] '>U7 (2 7 5) 

6, 7-v'y h+>'-4- (4-7^ y^^y+i/) u > (i o Omg) 

^h;Ux> (10ml) IcSDlKi^jKU h'JJif-;bT^> (1ml) ^m^ti^^^ 

h'j7:j-xy> (10 Omg) ^jQ^. 2^m}jamMmbtzo Kmrni^^^f-Ji^- 

2-7$yK>'Vx-h (8 4mg) *JD^. 2mf'SUDfmmifZo KS&mic^ 

myi<.mi- V 'J 'yM.ykmm^ijQ^. g^Kif->'u-e2iPiJfittjL/c^waM^is?o^ 

TK-eife^L. ilTKBIK:^ h y Arias L/^o «ET^«E^S5feL. Sl^g^^ a 
o*;bA/7Hrh> (10/1) -CSga-r-Sv^U^y^b^^A^ dv h^^^^ 
-JwJ;t)ISS!iU M®<b^i^^8 6mg^ ^m52%X''^tZo 

^H-NMR (DMSO-dg. 90MH2) : 51. 37 (t, J=7Hz, 
3H) . 3. 94 (s. 3H) . 3. 94 (s. 3 H) . 4. 3 8 (q. J=7 
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Hz, 2H). 6. 47 (d. J=5Hz. 1 H) . 7. 1-8. 1 (m, 9 H) 
. 8. 38 (d, J=9H2. IH). 8. 47 (d. J=5Hz. 1 H) . 
9. 9 2 (s, IH) . 10. 10 (s. IH) 
WSk^mm CFD-MS. m/z) :48 7 (M"*") 

||»J2 4 0 

N- (2-yf-;l^f-^7x^;l/) -N^ - {4- [(6. 7->>Vh^'>-4 
:t^'>3 -^uy (2 7 6) 

6, 7-v?^ h + i/-4- (4-7^y7xy + v/) 4^y'J > (l 3 Img) 
t:h;bx> (13ml) lcj!inl»^»U hUx^;UT^:^ (2. 6inl) 
fz^^ hU7*xy> (152mg) ^m^^ 2 ^P^Jn^^lt L y;:o 2 

^;u^;j-T-y > (0. 11ml) ^ta^. 1 o^rmf^wtLtzo mj^^m 

^^DD^^^l/A/T-bh^ (4/1) TS§i§1-'5i/'J*y;U*7A^'a^ 
7 ^ - {c J: 19 fSia mmoit^^^^ 2 9 m g . JR^ l 4 %'CnfZo 

•^H-NMR (DMSO-dg, 5 00MHz) :62. 50 (s, 3 H) . 
4. 00 (s. 3H). 4. 00 (s. 3H), 6. 51 (d. J=5. 5Hz. 
IH) . 7. 0 8-7. 15 (m. 1 H) . 7. 2 5-7. 3 5 (m. 3H) . 
7. 45 (s. IH), 7. 48 (d. J=7. 9Hz. 1 H) . 7. 58 (s, 
IH). 7. 67 (d, J = 8. 5Hz. 2H). 7. 99 (d. J = 7. 9H 
z. IH), 8. 24 (s. IH). 8. 53 (d. J = 5. 5Hz. 1 H) . 
9. 61 (s. IH) 

®«:»«ffit (FD-MS. m/z) :461 (M"*") 
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mmm2 4i 

N- [3. 5-h'X (m7>>l/;toy5">>b) -N^ - {4- [ (6. 

7->>V h^>-4-4^y 'J;U) :j-^'>] yjL-Jl) <7lyT (2 7 7) 

6, 7->^y h4^>'-4- (4-T^ y^xy^i/) +yu > (5 Omg) ^ 
(5ml) JcM^jgU h'Jif^-'UT^ > (Iml) ^Jn;tfc^s h 
U7*xy> (5 5mg) ^jD;tx 3 5?-r^Sn«ijS^(t L /io S{d:^£Jc3. 5-t'X 
(h •J:7>'U;*-oyf-;U) T-'J > (11 6 m g) ^Sn^. 2 0 5}F^MSiS L /Co 

^&^!/uut^)lU/T-^Vy (10/1) i:m.mt^'y'itiY)\^-h^J^9uir 

v^r^-y^t-Kja^mnu ^®<fc^«5^5 4mg. mm^^%X'ntzo 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 93 (s, 3H) . 
3. 94 (s, 3H). 6. 45 (d. J = 5. 5Hz. 1 H) . 7. 23 (d. 
J=9. 2Hz. 2H) . 7. 39 (s. 1 H) . 7. 51 (d. J=9. 2H 
z, 2H). 7. 62 (d. J=9. 2Hz, 2 H) . 7. 64 (s, 1 H) , 

8. 15 (s. J=5. 5Hz, 2H). 9. 13 (s, 1 H) . 

9. 43 (s. IH) 

Kfi^^r^ (FD-MS. m/z) :55 1 (M"*") 

ll%^2 4 2 

N- iZ-^ua-fu\L)l') - (A- i (6. l-'J^ V^jy-A-^ 

yyjl) yji-M '»l/7 (2 78) 

6. l-i^/ h + >-4- (4-T^ + +yu > (5 Omg) ^ 

h^l/i^ (5m i) {cJnM^»U hUi^^UT^^ (1ml) ^Jn^yr^^ h 
'J7*x>!f> (5 5mg) ^mA.^ Sii^mal^MLfZo SfC^KJc 3 - ^ o n :^ 
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Df;u7-'j> (6 6mg) ^m^. 2o^mmmMmLtzo ^fc^m^mm^m 

A/THr h> (1 0/1) r-mmt^i/'J^YJl^^J^i^u-^ h/57^-lcJ: 

^H-NMR (DMSO-dg. 5 0 0MHz) : 51. 87-1. 94 (m. 
2H). 3. 20-3. 27 (m, 2H). 3. 69 (t. J=6. IHz. 2 
H) . 3. 9 3 (s, 3H) . 3. 9 4 (s. 3H) . 6. 2 9 (t, J = 
6. IHz. IH). 6. 41 (d. J=5. 5Hz. 1 H) , 7. 14 (d, 
J=9. 2Hz. 2H). 7. 38 (s. IH). 7. 5 0-7. 5 5 (m. 3 
H) , 8. 46 (d. J=4. 9Hz, 1 H) . 8. 61 (s. 1 H) 

KS:»t)T«i (FD-MS, m/z) :415 (M*^) 

mmm2 4 3 

N- {5- [2- C4-yjl:tz3) 7x.y^->3 - iffJ'JjV} -N' - {4 - 
[(6, h^i/-4-^y')Jl) t^'yl 7x~;U} 1/7 (279) 

6. 7-i^y h + i/-4- (4-7$ y^j^y^^v) > (5 3mg) ^ 

h;Ux> (5ml) Jctmlfe^jgU h'Ji5^>»U7$> (1ml) ^ta^fz'^. h 

';7*x>y*> (5 8mg) ^-m^^ A^mtjaf^HomLtzo Kfc^mzb-ny - 

2- U-yjl^u) 7iy4-'>t'''J v'^ (9 5mg) ^Jn;i> 1 9^r^»DMil 

®±u ]^M^^'DD;^;^A/7^^^> (i o/i) T'S§it-si/<j;^7'5r';u^7 

A^D^ h^*5 7^-lcJ:*)fS$SiU MO-fk^^? 4mgx iR$7 9%-e^ 

/to 
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^H-NMR (DMSO-dg. 5 0 0MHz) :6 3. 9 4 (s. 3 H) . 
3. 9 5 (s. 3H) . 6. 4 4 (d. J =5. 5 Hz. IH) . 7. 0 1 (d. 
J = 8. 5Hz. IH). 7. 12-7. 24 (m. 6H). 7. 38 (s. 1 
H) . 7. 51 (s. IH). 7. 59 (d. J=9. 2Hz, 2 H) . 
8. 01 (d. J=8. 6Hz. IH). 8. 19 (d. J=2. 4Hz, 1 H) 
. 8. 4 6 (d, J =4. 9 Hz. 1 H) . 8. 7 7 (s. 1 H) . 8. 8 9 
(s. IH) 

SSr^tfrit (FD-MS. m/z) :526 (M"^) 

N- {4- [(6. 7-v^y h^'>-4-^y';;U) ;f^'>] 7x-;l/} - 
- (3-'J^i-JlTiyyj^-JV:) OUT (2 8 0) 

6. 7-v>V h^i/-4- (4-T^ 7 7x7 4^ » +>"J > (5 2mg) ^ 
hJlJ^> X5mn iztafmmU hUif^;l/T^> (Iml) ^Sdx.^^. h 
')y:i-xYy (55mg) ^taA.. 3^mmi^M^^Ltzo KJtl^miz 3 - >^ ^ ji 

TiJ7-^}> i69mg) ^m^. 1 2 ^mmfmm I tzo KmmizmmTi^m 

:^^ 'J«>A7K^Jg^iDX.. g^i?x^;U-e2IllfftaiL/c^W«li^iaiD:^7K-e2Jfe 

i^/7-^Y> (10/1) ■^mi^ir^'y')ti^)Vti=7Ui^u-:^Y^^y 
O^ISUU ^©<b^^7 2mg. CT8 9%T?#/;:o 

^H-NMR (CDClg. 5 0 0MHz) -.62. 92 (s. 6H). 
4. 01 (s. 3H). 4. 03 (s. 3H) , 6. 41 (d. J=4. 9Hz, 
IH) . 6. 4 8 (d. J =8. 6 Hz. 1 H) . 6. 5 6 (d. J = 9. 2H 
z. IH), 6. 88 (s. IH). 7. 08 (d. J=9. 2Hz. 2H). 
7. 14 (dd. J=7. 9. 8. 5Hz, 1 H) . 7. 35 (s. 1 H) . 
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7. 41 (s. IH). 7. 45 (d. J=9. 2Hz, 2 H) . 7. 55 (s. 
IH). 7. 67 (s. IH). 8. 45 (d. J=4. 9Hz. 1 H) 

KS^tffM (FD-MS. m/z) :45 8 (M"^) 

lliS*^2 4 5 

N- (2-b Kn^v/7x->>U) -N^ - {4 - [ (6. 7-v^y h4^'>-4 
-^yU;U) :7j,.:i;l/} «^lx7 (2 8 1) 

6. l-'J^ h + i/-4- (4-T^ y^^y^^) > (1 0 5mg) 

(lOml) {cjDl^^jSL^ hUx^^bT^^ (2inl) ^Jp;tyi^^ 
hU7 + xy> (118ing) 23>Pm^jlilEL/co SiE«{::2-T$ 

y7xy-;i.(77mg) ^tlDx.^ 1 0 9tf^mmm, L /Co Sie?g<c^i?7K3^:h 

^H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) . 
3. 95 (s. 3H). 6. 45 (d, J=4. 9Hz. 1 H) . 6. 7 3~ 
6. 8 8 (m. 3H) . 7. 2 0 (d. J =8. 6H z. 2H) . 7. 3 9 (s. 
IH), 7. 52 (s. IH). 7. 59 (d. J=8. 6Hz. 2 H) . 

8. 0 3 --8. 0 8 (m. 1 H) , 8. 19 (s. 1 H) . 8. 4 7 (d. J = 
5. 5Hz. IH). 9. 46 (s. 1 H) . 9. 95 (s. 1 H) 

OT^tfffil (FD-MS. m/z) :43 1 (M"^) 
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mim2 4e 

N- (3-b Ko^->7x-;l/) -N^ - {4- [(6. 7->^^h4^i/-4 
-4^y'J>>l/) ;j-^'>] y:r.—M ^VT (2 8 2) 

6. l-'J:^ h + i/-4- (4-T$ y + >J > (l i Smg) 

^Y)lJ.y (12ml) ICj!)P|Sji^» U h'Jif-^UTi^ (2ml) ^1Siz.fz.'^^ 
h')y*xYy (113mg) «-i)D;t. 2^Pa!lD?feiigKL:to Rmm\z3-Ti 
(7 3mg) ^Sn;i> 1 0 ^P^jD-^S^iJt L /Co RfS?£<^^g!7K5g:^ 

^^6iiL. ^O-fb^i^^g 5mg. JD?^6 0%T''^^Co 

■^H-NMR (DMSO-dg. 50 0MHz) : 53. 94 (s. 3 H) . 

3. 9 5 (s. 3H) , 6. 3 5-6. 4 2 (m. 1 H) . 6. 4 4 (d. J = 

4. 9Hz, IH). 6. 7 7-6. 8 5 (m. 1 H) . 6. 98-7. 08 
(m. 2H), 7. 20 (d. J=8. 6Hz. 2H). 7. 39 (s. 1 H) . 
7. 52 (s. IH). 7. 58 (d. J=8. 6Hz. 2 H) , 8. 47 (d, 
J=4. 9Hz. IH). 8. 57 (s. 1 H) . 8. 73 (s. 1 H) . 

9. 3 1 (s, IH) 
Sfi:»tfffii (FD-MS, m/z) :431 (M"^) 

N- (3-b Ko^i/^^UTK-v'U^x-;!/) -N^ - {4- [ (6. 7-v/V 
h4^i/-4-^y'J~;U) t^'yl yji^M ^\/7 (2 8 3) 
^^'Hl 9 7-e^fcN- (3-ih4^v/*>'U'K--'l/7i::i;U) -N' - {4- 
[(6. 7-i^y h + v/-4-+yU->'U) -i^UTdgo 
mg) (3m 1) {cif)i?U 3 5%7Kif<b;^ 'J ':7i.7K^gfJft (5m 1 ) 
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3 8 %X'ntzo 

^H-NMR (DMSO-dg. 5 0 0MHz) : 53. 94 (s. 3H) . 
3. 95 (s. 3H). 6. 45 (d. J = 5. 5Hz. 1 H) , 7. 20 (d. 
J=8. 6H2. 2H), 7. 3 8-7. 6 5 (m. 7H). 8. 13 (s. 
IH) . 8. 46 (d. J=4. 9Hz, 1 H) . 8. 8 8 (s. 1 H) , 
8. 9 7 (s. 1 H) 

mm^ma (FD-MS. m/z) : 45 9 (M"^) 
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Wistar-Kyoto^7 y h (B*f"i'-;UXU^<-ttA^^)A^) J^OWK^^StiiU 
•>-h'>^S(Nephron. 22. 454 (1978)) IcJ^-.T^MW^mUttz^ Cti^. 

iys^Bjkm (JiiT> Fcs tv&t) ^^t'RPMi 1640 mm mT. mmtv^ 
y■^^>4^'^A|ffl||a^2 4:?^:5|2lS:/•u-ncfilsu io%fcs ^^t'^Jt6ic:T2 

B PaU^f# L /::o 1 -i^ <9 3 x i Q i@ i 4' o fcNf.^^T-^ifi^ 0 . 

^M^*U gitL/::iTO^500 il\ ©^Jft-iJfiJfe^^. 0, l^'^^i/jfiiyfT;!/^^^ 

•>K DMSOiBSt) {C^ji?$-a-/c»®felS|i^^C©^ifilcl. 3 8 1 

j^SnLTS^^x 3 7lC-eil^rP^>r h L^o t hffii?»-g|;il!lto/JvK6 

*l§5iH^BWi PDGF-BB iBS-f) ^0. 1% BSA<£:^t;^ite{C^j}?$-fr, 

cn*i!i|«S*^'5 Ong/Bl b.flh^oK^'0::.Mz2^iL\-tr>WIS!^\,^ 3 7^ 

-ei o^>ra>r h t^o :^«6«-is^*u 5 o o ^ i o u >Be^®^s:t 
*g7K (pH7. 4) (OT^ PBS ins-T) -(:m^^mw'k^ iiiia{CDr^{bs«^g[ 

(IX Triton XlOO ^ 2mM ;t;b h U -^A^ InM jc^U>S?T ^ >4 
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^m2i-h*}0l. (OT. EDTAiBSt) h 'J XM^^S^:^* (p H 7. 

4%) ) ^5 0// Ij^jDL^o 4'CT-30^F^RbKS-rsciT'aHI!a^Rl^^bU 

-eo^/^fc jimm± h u A (ot. sds t^t) h 

PDGF-BB Oj^jtatCckt) eaU >m<t^^iftz?llG¥^^W : 3^1 8 OKOa ) 

CD/ < > f-' > •> h y - ^ - Iw L . ili^^&^tl L T I ^ ^i: I ^ i ;U <c tt 5 
PDGF-BB jgSSD{cJ;^PDGFSS(*:©@B'J >Klbfi^ 1 0 0%. lilifefc J:CFPDGF-B 

*f|H«0^b^©PDGFS^**:gS'J >K<k5 O^PlWiUS ( I C^q) 1 0 0 

*iiD«o»* t^^^it^^oKmmizmir. y -tf^^^^^AiaBijafwfct^sPDGF 
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(2) 0. 4 4 

(6) 0. 45 

(8) 0. 10 

(16) 0. 0 5 

(2 9) 0. 8 0 

(32) 0. 30 

(4 3) 0. 0 05 

(44) 0. 0 06 

(45) 0. 014 
(4 6) 0. 021 
(4 7) 0. 0 43 
(49) 0. 018 
(5 0) 0. 0 67 
(51) 0. 009 
(5 2) 0. 0 3 
(53) 0. 010 
(5 4) 0. 00 3 
(5 5) 0. 00 3 
(5 6) 0. 0 04 
(5 7) 0. 0 0 6 
(5 8) 0. 0 0 2 
(5 9) 0. 0 0 4 
(6 0) 0. 0 0 4 
(63) 0. 40 
(66) 0. 13 
(6 7) 0. 11 
(68) 0. 44 
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2 10 



(69) 


0. 


05 


(74) 


0. 


34 


(75) 


0. 


1 8 


(79) 


0. 


34 


(9 4) 


0. 


023 


:i 1 3) 


0. 


004 


:i 1 4) 


0. 


0 04 


:i 3 1) 


0. 


003 


:i 3 3) 


0. 


0 0 7 


13 5) 


0. 


04 3 


13 8) 


0. 


0 1 4 


13 9) 


0. 


0 05 


16 3) 


0. 


0 05 


1 6 5) 


0. 


0 10 


166) 


0. 


0 1 1 


16 7) 


0. 


0 0 4 


168) 


0. 


0 0 6 


1 6 9) 


0. 


0 0 4 


17 0) 


0. 


0 1 8 


17 2) 


0. 


0 1 0 


17 3) 


0. 


0 16 


17 4) 


0. 


002 


17 5) 


0. 


0 06 


188) 


0. 


0 06 


18 9) 


0. 


Oil 


19 0) 


0. 


0 21 


192) 


0. 


0 04 


194) 


0- 


0 14 


195) 


0. 


079 


196) 


0. 


0 3 1 


19 7) 


0. 


0 10 


198) 


0. 


Oil 
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(199) 


0. 0 0 3 


(200) 


0. 004 


(220) 


0. 0 0 9 


(224) 


0. 087 


(225) 


0. 0 4 7 


(226) 


0. 0 1 1 


(227) 


0. 073 


(2 28) 


0. 0 5 5 


(229) 


0. 037 


(2 3 0) 


0. 03 4 


(231) 


0. 0 1 9 


(2 32) 


0. 0 1 8 


(2 3 3) 


0.013 


(2 3 4) 


0. 02 4 


(2 3 5) 


0. 043 


(2 3 6) 


0. 05 5 


(2 3 7) 


0. 075 


(2 3 8) 


0. 0 1 6 


(239) 


0. 005 


(240) 


0. 1 5 


(24 1) 


0.018 


(2 42) 


0. 0 18 


(243) 


0.014 


(244) 


0. 009 


(2 45) 


0. 006 


(246) 


0. 0 1 3 


(2 47) 


0. 0 0 9 


(248) 


0. 063 


(249) 


0. 04 1 


(2 5 0) 


0. 017 


(25 1) 


0. 0 36 


(2 53) 


0. 007 
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2 12 



(2 5 4) 


0. 


0 0 7 


(2 5 5) 


0. 


0 15 


(25 6) 


0. 


0 0 4 


(2 5 7) 


0. 


0 0 7 


(2 5 8) 


0. 


0 0 7 


(2 5 9) 


0. 


0 05 


(2 6 0) 


0. 


0 02 


(2 6 1) 


0. 


0 1 0 


(26 2) 


0. 


0 0 2 


(2 6 3) 


0. 


0 04 


(2 6 5) 


0. 


0 0 5 


(2 6 6) 


0. 


0 0 1 


(2 6 7) 


0. 


1 5 


(2 6 8) 


0. 


0 0 7 


(2 6 9) 


0. 


0 0 8 


(2 7 0) 


0. 


0 0 6 


(2 7 1) 


0. 


0 0 4 


(27 2) 


0. 


0 0 3 


(2 7 3) 


• 0. 


0 0 5 


(27 4) 


0. 


0 3 6 


(2 7 6) 


0. 


0 0 5 


(2 7 8) 


0. 


003 


(2 7 9) 


0. 


0 2 9 


(281) 


0. 


0 12 


(28 2) 


0. 


0 08 


(28 3) 


0. 


002 


(2 8 8) 


0. 


024 


(289) 


0, 


032 


(29 0) 


0. 


055 
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im6 EOMtt f istar-Kyoto 5 y h (7 i§M) ( B - JlX U ^ <-1Alb^ 
t>A#) ) ^fflV^^o tJt^-y hThyl. Hc*H-5*y ^ o-:^;UJS:{$T*« 
OX- 7 (Pathol. Int., 45. 409 (1995) <^fflt^TiSl!iLfc) ^1. 2ing/kgOfflfi 

S^^. ox- 7iS:^SB<t«9 10 215]. 8HP^i®^Pi9:-^Lfco 

1 : ^nWP^lZ 2 5 %iiiT©Sit^|g<£-^.i6 5 

2 : JC 2 5-50 HomimSl^mid Z 

3 : ;?f^^^t:i^{c 5 0-75 %<omitmm^mib^ 
4 : i«^^{if:rt c 7 5-100 %(Dmimm^mi(> s 

^7tmu ^^imitomm c%) ^^aiL^o wmmt^ttBartiettj* 
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1 Omg/kg 11.7 P<0. 0 5 

3 Omg/kg 1 0. 2 P< 0. 0 5 

lOOmg/kg 1 3. 7 P<0. 0 1 



v^xSiflupfSBiiapsssifflfla (ATcc*^bA^) ^1x1 Q^mmmpiiz 

1 0 Omg/kg<i:4'S^<fc9lc1S®|{b^tl^JS:^Lfc«hC6. i^.^SffcS* LT 
1 3 0%©S^^m*W.fet.nfco 



2 ^b^^S-^ 4 3 (Dit^O b h U ;t - vlffllia (G L 0 7 ) izMt ?>im 
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mmtm'SrTxtu mmmmmm (tgir) = a-Txycx) x 

3 :^mm<D^t^^(D b h / u vifflfla ( G L 0 7 ) izidt ^ tmmi^^ 
3?- ¥-7^7.iz^mu mmi^mi)<i o omm^ m^izu^tzmMr-^mommw 
^mommm^Txtis (tgir) = (i-tx/cx) 

X 1 0 O^^ibiZo Ctit>Ogm^m3^<w^-ro 
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(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


86 


(5 6) 


52 


(5 7) 


64 


(58) 


5 7 


(59) 


82 


(165) 


7 0 


(168) 


5 6 


(173) 


54 


(190) 


50 


(191) 


50 


(194) 


5 9 


(2 25) 


58 


(2 2 7) 


78 


(2 29) 


8 1 


(2 3 5) 


78 


(2 36) 


84 


(2 37) 


7 4 


(2 42) 


62 


(244) 


73 


(2 5 4) 


85 
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(255) 86 
(2 6 0) 52 
(2 6 2) 8 7 

(2 6 4) 6 3 

(2 6 7) 6 5 

(2 7 2) 84 



2 LTO < o;i)^oH^« (^«iflS{i|ISIi!iti'4'^5f^Bfr;{»t> 
A^) ^^-Kv-^xiw^ffiL. JffiSlf*«*n 0 OnuD^ gS{c4-o m^^T'^SS^ 
®K5S{m©¥i^*<l^-{w4-5 J: 9 iclgf 4E-ro{cS^^{t^ L. 1 0 Omg/kg 

m (TG I R%) 

(4 3) (58) 

COL-1 colon 68 74 

S t -4 St oma c h 7 8 8 6 

L-2 7 lung 8 3 9 6 
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-Sf9~l 0E®tif4DBA/l J NCrj-^-:?;^ (9iii&) (B^^-^-^PX 
U/<-tt;&^^>A#) ^:ffl«.^fco 5ml©'>v/i3l^IIM3^-y>0. 3%^W^f& 

(K-4 1, 3^— y>St&W<^^) X 1 5 iDg©Mycobacteriuin tuberculosis 
H37Ra (Difco Labs.*NbA#) ^ 2. 5inl®^S:t^ftfc J:0^ 7 . Sml® 
^^r^^u-f > KTv?j.^<> K (Difco Labs.*^^>A^) *^t)i^;Uv g >^IS 
SS!U •7'>x©maia5{^3iirBl©F^R|-e2I5I. lE^/:it)0. Iml^Ttft-^LM 

mm 7/10 7 0 

lOng/kg 1/9 11 

lOOmg/kg 0/10 0 
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m M mm 




(I) 



1. W;6^CH®^^. 
(a) X{iO*fcliS-e*«9s QJix 
(II) : 
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22 1 




(R3)m 



(III) 



K^ix m{i±ieilqlilca-e&t)> R3' tt^SUicOHx C^-Cg7;i'+;k 
C J -C^7;U=» + ->T-*f9. Y. Z{i[5l^{cty^{iWJ{cNtfcliCH-Tr£&5] 

^ (IV) : 




(R3)m 



(IV) 



mfcJ;t>'R3' {i±Be<i:|H|SllT-*«9> R^liH. C^^-CgT^U^ 

(b) X{±0> St/c(iCH2-e*>l3> Q^i^ 
5^ (V) : 




(V) 



0 1 

c^T;^+>'^T'*t)^ AJiC ^ -c gT-'i'+^k c ^ - c ^ y^b-y^^K 

(C^-C^q) TJl^^JK C ^ -C^T>'^:3 + ->7!7;^;^'^;K 
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22 2 



Mo^^^o^xDT 'J -;l/S*>-5l^(i9 - t^li 1 0 -AOWm^O^'r^T 

T'J-;US(is CN^ NOgN OH^ NHgN ^^a^">> Cj-Cg7;l/+;k 
(Cg-C p) 7>'1'+>'K C ^ -C^7;l/r7 + v/, C ^ - C ^ T^Un^ 

;)57;|/;f:^;K C.-CcTi/^K C , - C 5. 7->a + >> C - - C „ 7>'b+ U > 
15 lb 1 o 

c^-c^7>'U^;L'7$y> (c ^ - c ^ 7>'i'+;u) ny^ 

COgH. CONHg^ N- (C ^-C ^TJi^^Jl) 7 i H\ N. N-v*- 
(C ^ -C ^7;U+-'U) 7$ H\ C 2 - C ^ 7-'l'+>'l'7 ^ K\ hU7;b;tDy^ 

J^v^ ys^-ji^t^ a^7i-;Uf-;i-^ (C ^ - C ^ 7;i'+>'U) s 

S^7i^;U (C ^-C^7;U+>'l') X f'J-^^k f^i^-^K fU ^ v^^;K 
h"'J:^*-:^j::-;K fnUi^-^K b'^^Uv-^k f^^v^-^k f'^^ v^^;k 

C 2 -C 4 7•>;^*^^>JllR$nS l~5^©S^S<&WLTl>Tfc«fc < . B{i, 
0. S. NH. NCN. NRg^^JiNORg R g C ^ - C ^ 7;U 

5^; (V) : 




(V) 
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2. ^(1)4^^ W*<CHT*>«9x X*<0ty::(iST-ab«9. Qi}<^ (II) > 

ic: (III ) ttiii^ (IV) -e^^ns. is^^si {cfe«go+y u >s|a|^4:fc^c;: 

3. ^ (I) tfi, W*<CHT'*>D> X;&^0-e*'9> Qi}<^ (II) ^ ^ (III ) 

4. ^(1)4^^ X;&<0^ S^fcJiCHgT^tl. Q*^^ (V) -e^$tlS> 

5. (I) 4i> R^fciCfRgJ&WJtwC ^ -Cg7>'U+>'i'-ea&t)> Q3&< 
^ (V) K (V) j tJj;c;kA<OT-*t)> Bti. 0^ S. NORg (CC 

6 . ^ ( I ) 4'^ R ^ *ii;0'R 2 C ^ - C g 7;L'+;b-??* t) > 
^ (V) K (V) ifx j*^0l?fel5*^ok*<lT'*^*\ 
*>ok*<0-e*»9x R5*<7Kf^*y::{±y ^;^-e*f9^ Bit. NH. 
NCN^ NRgty^ttNORg (CCT^ R g (iC ^ - C g T^'U+v'UT^-S) T 

7. iC; (I) 41^ R^4JJ;0fR2**MS»J{cC ^ -CgT^U+^U-e*?)^ Q3&< 
^ (V) K (V) rp, j^'J;0fk;!)<it>{clT'*f9. R g^WJtCTK^^tyrli 

B{i> 0. S. NH. NCN. NRg^fcliNORg (CCT. 
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8. 5^ (VI) : 

O 




(VI) 



s-zr^)^ t-yi-JK -fV^yf-^k •>^nOf-;K v/^n^ 

-^VT^oh-^k 7'f->>k 'I'vy^^k s-y^;k t-y5";k y h + ->. 
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j \i 1 T-* 19 *^o k 0 T'* > R iJckOfR g tt<iJ8'J{- C - C g T^b+^UT' 

oh";!/^ zfi-jK -iv-y^JW s-y^;K t-y^;K 'Tv^v^ 
;k i^^n'Of-;^ i/^n^-^v';K i/^n/\:/f-;K 7i-;k 

•:;'jL^;U7 ^ 'J-fat'jl7iJ^ i>y^Jl7iy^ hvyMu/=^ 
>»k yf-^k J^^;k :^Df;k 'fvyntVk >^f-^k -fv^f-^k 
;k t-yf-;k y h + v. Jch + ->, yo;H+->. vyo;}?+v/t/::(i7'h 
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10. 5C (VIII) : 




^V'l'-'K 7-irf--'k f'Jv^^K t°'J $ >'--'k h°D'J->\:^;k t'^^) 'J-JW 

H. CONHgN t Ka + ->, - ha. 7$y^ C ^-C ^7 Jl^JlT i >f . 
- (C^-C^7JU+;l') 7$yx C^-Cg7->o + v. C^-Cg7i^>'k 
C^-C^7;b+>'l/^>i-^ h 'J ^^U^ny ^>»k C^-Cg7;U+;k C^- 
C^7;l/=J + v/;k C J -C^7>'b3 4^'>*-'l''K->'k N- (Cj-C^7;l/+ 
Jl) 7i H\ N. N-s;- (C J -C^7;U+.'U) 7 ^ K. C2-C^7;U+>'b 
7^ K\ ^i-^k 7jcy + '>. 11^:7 i^;k '^^V'f^k 

fUv-'k f7v?->'k t*'J$v;^;k t*'J^i>--'k +>"J;k tfzli^r^V 
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11. ^ (IX) : 




K*. W{iCH^y={iNT-*»3. Rj*JJ:c;R2MSiJ{-C^-Cg7;l'+ 

C^-C^7;U^— ;k v^o^y^;k v/rJ'o^+i/^K •>^'o'\y^;K 
C ^ -C ^7JU3+->:^;Ud-C— 7^— ;K -:^75^;k :7U;k ^i^Jk < 
yW^k 7-tr^;k h^'Ji^^k t°'J$i>'^;k h°D 'J •:>-^;K t''<'Jv?Ji;k 
b°^^>^-;k ^^^-tX^i^-^k ^-^l/^'J yT'*^x ATS^$tlScnt)0 
7-»l/+;l'S> 7 •;-;l/S*/::(i'^-rD7U--'US{i. ^^D'!r>^ •>7y^ COg 
H. CONHg^ t Ka + v/^ ^hn, 7^y> C ^ - C ^ 7^1/4^ ;1.7 $ 
- (C j-C^7;U+->U) 7iy^ C ^ -Cg7->P^v/s C^-Cg7->;k 
C ^ - C ^ 7;u+;i/^:4-x h ';7;U;i-ny^;k C^-Cg7;l'+;k C^- 
C ^TJl^^^'yJK -C^7;b=i^i/;^;U-}i-;k N- (Cj^-C^7;U+ 
;U) 7$K> N, N-v?- (C^-C^7;U+>'U) 7^ K> C^-C ^TJl^Jl 
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t'f}-JjW t*'Jiv^-;K f'J^v?->k ^yj^k tizlt^i-V 

12. ^ (VI) 43, W*<CHT-*5> lf*3S8 {Cieil©^y U 

13. ^ (VII ) fp^ W;5<CHT*<5. it*^9 lctB«fe®+y U 

14. ^ (VIII) 41. W;!)<CHT'ab-5. It*51 Olc|Big©+y 'J 

15. S: (IX) tf. W;{><CHT'*<5> lf*:®l KcfeigO^^y >J 

16. ^ (X) : 
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^□'Of-^K v^o^+v'Jk v/^o^yf-^K TU^K C^-C^T-'bri^ 
•>:^;b;f:ji;K 7i^;k ^yy^f ;U-tr* AT-S^$tL« cnt> 

cDT-'b+^US^ */::ii7'J-;US{i> OH, COgH. yjl^ta, ^dd, yo 

jihu, 7iJ^ V- (C^-C^7>l/+;l/) 7$y, 
^^i/, 7-lrh + '>, C ^ -C ^ 7^1^=1 ^•>:^;I/'J-:^;K hU:?;!/ 

:tuyf^;K C^-C47;b+;K C ^ -C ^7>'b3^v/, h''Ji?;k 

17. ^ (XI) : 




W{d:CHtfc«NT*»)> Rjt/tliR2{iiiSiJ{wC^-Cg7;U^ 
^UT^t), RgtiMCTKf^^y::!*^ A(iC - C ^ 7;L'+;K > 

i7uKy^jl^ i/^n^+i/;K i^^'P^:^^;^ 7'j;k C^-C^7;U3 + 

07 Jl^jm. t/r(i7U-;US(i, OH, COgH, yMa, i7na^ rfu 
*N 3-K> - ho, 7$^, 'J- (C, -C .7;b+;b) 7$^, xf^U>i; 
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^Dy^;K C ^ -C^TJU+^k C - C ^ T;l/=i+ t''J i?;k ^y::^^ 

18. ^ (I) I*'. W;&<CHT*^s X;5<OT*0. R ^ *J.i;0'R gJ&^'i t> 
(cy Q;6<jS; (V) K (V) j iJ J:C;k*WJ{c 0 1 T' 

R5;6<7K3^"C=*t)N AtiC ^ -C gT;U+;k '>^a^>f-;K i^^o^ 
+ v;k ->^n'\yf-;K TU^k C ^ - C ^ 7;b3 + ->^;l/;K-;k 7x^;k 

*fc(i^xo7 U-;US{i^ OH^ COgH^ 7;l/;*-o, ^'oo^ T^nt^ 3- 

7-«?h + >> yf-^Uf-;*-^ C J -C47;U3+->^;U;j{-;K h U 7;l';^-opt 5" 
;k C - C ^ 7>'l'+;k C ^ -C^7;U:3 + >^ b°Uv?;k ^/c{i7i^;^;6^ 

bS^?$tl5l~5^ios^^lS^WLr^.>T^5.fc<^ B{i> s> nh> nc 

19. i?; (I) itJ> W*<CHT'*t). Rj. R2*^'<i:t>J-^^''l'T-*»5. 

2 0. 6. 7-i>V h + ->-4- (2-y h + v7iy + v/) +y ij 6. 

>'-4- (4-^^ h + i^7iy + i/) 'J >x 4- (3-7;i.;ro:7iy+i/) 
-6. 7-':^>/ h + ->+yU 4- (3-t KD+i/7jcy+i/) -6, 7- 
i^;* h + 4- (4-^a*7xy+>') -6, 7-i^^h + v'+y 
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4- (3. h + ->7xy + » -6. h + ->+>"J 

6, 7 -i^/ il-±y^M^iy) ') 'y^ 6. l-i/Zh^ 

'>-4- (2-:^75^;U;f+v) +y y 6. 7-v^^h + ->-4- (5-;^ 
h^'y-l-i-y^Jl:i-^'y) ^) >. 6, 7- >Vh + ->-4- 
^'y-2-±yf-M^iy} >^ 6. 7-i>Vh^i/-4- (7-yh+ 

•>-2-:^7f-;l/:t+>» +y<J>^ 6. 7->Vh + i^-4- (5-+yUJl/ 
:t+'»^y';>. 6. 7--:>V h + i>-4- (6- + y 'J;U:t4^-» +>"J >^ 
4- (4-> f >K'j7U:t+i/) -6. 7 - h + i^+y U 4- (5-^> 
K'J;b;t+v') -6, 7- v'y h + i/^^y U 6. 7 - v^y h4^'>- 4 - (3 
-y h + ->7x-;W^;4-) 'J >^yr{i6. 7-i>y h^>-4- (4-y h 

+->7xJi;i.^:t) +y >*>t»s*?$n5. it^iiciH«©5S: (i) -cmtt 

2 1. (4-n-y^;U7x^;U) {4- [(6. 7-i^y h + ->-4- + 

yu;u);4- + >'] 7i-;u} y^y>^ (4 - t -yf-^b^x-ju) {4- 
[(6. 7-v>y h^i/-4-+y u^b) ^x^^i-} y y >^ (4- 

hVyjl^:tu/^JlyjL-Ju:) {4- [(6. 7 -i^y h4^i>-4 -+y U^U) 
7x-;u} y:J^y>^ (4- t -:r^;b7x^;l/) {4- C (6. 7- 
i^y h + i/-4-+^V'j-;u) t^i^l yjL-ji) i^jy^ (4-t-y^ 
;u7x^;i.) {4- [(6. 7--:^y h+>'-4-+y •jv'U) y^>>u] 7x^;u} 
y^y N- {4- [ (6. 7-i^y h+t/-4-+y u^u) 7x^ 

;U} -'>^o^+-th>7!7;U4C+-t^^ K\ N- {4- [ (6. 7->'y h + i/-4 
-+y U-»l/) 7x— ;U} - (4--ha7x— ;U) $ K> N 

- {4- [ (6, 7-v'y h + i/-4-+y U;U) ^r+v'] 7x-;l/} - (N. 
N-i;y^;U7^ y^x^yu) /7;U*'+-»^^ H\ N- {4- [ (6. 7--:^y h 
+'>-4-^iy tJ;^) 7x-;u} - (4-7-1?^;U7xj:.;I/) >!7;u-ix> 
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■9-$ K> N- {4- C (6. 7-->V h + ->-4-+>"J;l') 5f+'>] y:..~jl} 

- (4-ii-yf-;U7i-;l/) tiJlt^^D-l H\ N- {4- [ (6. 7-'J/h 
+ v-4-+y U^b) ^^i^l y^-M - (4-r h^v/^x^^U) tiJl^t^^ 

h\ N- {4- [ (6. 7-S>V h + ->-4-+y'J;l') 7x-;b} 

- (4-yo^7x^;l/) K> N- {4- [ (6, 7 -'J/ h^i/ 
-4-^y 'J^'U) 7x-;U} -■>^ □^^rJ' ^ H\ N- 

(4-n-:^^;U7x^;U) -N' - {4- [ (6. h + S/-4-4^y 

U;b) 7x~;b} ^UT^ N- (4 - t -yf-;l/7x-;U) -N' - 

{4- [ (6. 7-i>V h + v'-4-4^y'J.'l/) 7x-;H ':7U7s N 

- (2- h •J7>>U;t-n^$^;l/:7x^;l/) -N' - {4- [(6. 7-'J/h^iy 
-4-^y'J;b) ^^-^v'] 7x-M -^7 1/7. N- (3- h 'J 7;U:tn^^;l/7 
x-;U) -N' - {4- C (6. 7-i?y h + '>-4-+y'J;U) 7x 

-i/UT^ N- (4- h U7-'U;tDy^^l/7x-;l.) -N' - {4- [(6. 
h + i>-4- + y U;U) ;t+i^] 7x^;U} '>U7> N- (2-^ h + 
i/7x-;b) -N' - {4- [ (6, 7-'Jy h + i/-4- + y U;U) 
7x-;U} •^l/7> N- (3-^ h + i/7x-;U) -N' - {4- [ (6. 7- 
i^/ h + i/-4-+y 7x-;l/} ^7 1x7. N- (4-> h + ->7 

x:^;l/) -N' - {4- [ (6. 7-i^/ h^i/-4-^J *) Jl) t^i^l y sc. 
-;U} 'i7l^7s N- (2-7;U;t-n7x^;U) -N' - {4- [ (6. 7-i^M 
h + i/-4-+y'J^U) 7t^i/l yj^-Jl] "^U7> N- (3 -7;U;i-D7xJ:^ 
;U) -N' - {4- [ (6. h + v'-4- + >'U;b) :t+'>] :7x~;U} 

■^71/7. N- (4-:7;L';^-n:7x^;U) -N' - {4- [ (6. 7-i^/ h + i/ 
-4-+yu;u) yjL^ji] ^vj^ N- (4-7-tf^;b7x-;i/) - 

N' - {4- [ (6. 7-S?;' h+v/-4- + yU^U) :t+S/] y j^-Jl} 
7. N- {4- C (6, 7-'J^ h + v'-4-+y U-'U) :t^'>] 7x-;U} - 
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N' -n--fnt'jlryuT. N -n-zT'f-Jl-hl' - {4- [ (6. 7-'J/ h 
+ i/-4- + y'J;U) ;t-+'>] 7i-;l/'!7l/Tx N- (2-7>'b:to7x-;U) 
-N' - {4- [ (6. 7-v?y h + ->-4-^:^y'J-;l/) t^'^l 7xr.;U} 
^U7. N- (2-y h+>7i^;U) -N' - {4- [ (6. T-v'y h + i/ 
-4-+:^yU-;^) ^x^^U} "^UT. N- (3-y h + i/7x^>i|.) 

-N' - {4- [ (6. h + '>-4-+-^y'J-;U) ^^^v^] 7x^;H 

-^1/7. N- (4-> h + v'^x-;!/) -N' - {4- [ (6. 7 -'J/ h + i> 
-4-+:^V/'j-;l/) :t+v'] y^sz-Jl} "^UT. N-n-:^^^U-N' - {4 
- [ (6. h + i/-4-+:^y'J->'l') 7x^;U} -i^ l/7> 

{4-[(6. h + ->-4-+y UJb);i-+v/]7xJ:i;U} [4 -t;!/--^ U y 7x 

-Jl2 {4-[(6. h + i/-4-+>"J;U);j-4->']7x^;H [4 

-fDU':;y7x^>'U] / ^ {4-[(6. 7-vy h+->-4-^y'j 

'y'\Zfj^-}l) [4-f^'J v^y 7x^yU] y >^ N-(2. 4-i>'^DD7x^ 
;b)-N'-{4-[(6. 7-:^^' h + '>-4-+y >J^b);i'+'>]7xJt;P}«5'U7> N-(3. 
4-i^:?nn7xJ:i;U)-N'-{4-[(6. 7--:^^ h + '>-4-4^y U>'U)^+->]7x 
-;U}'i'U7> N-(3. 5-v^^'no7xJ:^>/U)-N'-{4-[(6. 7->?y h + '>-4-+ 
y U ->] 7 X =.M ^V7^ N-( 4 - o D - 2 - y f-yb^ X -;U)-N' - {4 

-C(6,7-i?y h + >'-4-+y'J>'U);4-*->]7x-;l/}'i7l/7s N-(3-7^y- 
4-^nn7x-;U)-N'-{4-[(6. 7-i?^ h + i/-4-+y U ;l/);t+ •>] 7 x- 
^H'5'U7> N-{4-[(6. 7-:?y h + i/-4-+y 'j 7 x-;U}-N' -(2 
-b*U •:^;Uy^;b)'^l/7^ N-(3. 4--v>7;l/;t-n7x-;b)-N'-{4-[(6. 1-J 
y h + i/-4-+y 'J;l/);j-+'>]7x~;I/)'>l/7. N-(2. 4. 5 - h U 7>>U;*-n7 
xj:.;1/)-N'-{4-[(6. 7-i>V h + v/-4-^y 'J ;U);*-+i/]7x-;l.}'> U7. N- 
(3-^np7x^;U)-N'-{4-[(6. 7-v^y h + >'-4-+>"J;U);i-+'>]7x- 
N-(4-h Kn + >'7xJ::;b)-N'-{4-[(6. 7-:^/ h + i/.4.4Ly 
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2 2 . lis^^ 1 ~ 2 1 ® V ^-rtLA^-sjctai^oifQ/jNSs ^^t^^a^ g 

2 8. It*]® 1-2 l©l^-rn*^-:Slwie«Ofb^^fcJ:c;-eti'^®M^6<j 
2 9. It*«l --2 1 o^.^•rtl*^-:®^cIatt©^b^^'«kcF'€■tlb©ISI^6{] 
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3 1. if^ss. 8. 1 20i«^-rn*^-3®niE«E©{b^»^j;af-^nt>oii 

3 2. It*^7. 10. 11> 14> 15. 16. 17> 1 9 <D\.^-rtli)^-' 

ii^'^j: < thim^mi^^t Lx^mt^mmofkmi^^m'^m^im^mim^o 

3 3. i»*S7. 10. 11. 14. 15. 16. 17. 19<D\,^irtli^— 

3 4. iS*]S7. 1 0. 1 1. 1 4. 1 5. 1 6. 1 7. 1 gou^-tl^^- 
mmmio 

3 5 . mnmommomm^m-tiB^izfkmmmon^m 1-21© 
3 6. 4£iP©ffeif^gt-5Jii#{wr&!iFtsftS0it*]® 1 ~2 1 ©^l^■rn*^- 

3 7. Tt- D - Attl&liReg^bSor&li^g-r 51l#»::f&«^S©|&*:® 1 
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i-f^mmi&(Dm^m i ~ 2 1 ® i ^tm^-m^Mimoit^^^isc^-t -s c i *^ 

3 9. ^^i!^w^(Dmm^mt^mm\:if^mmjm<om^mi-2 1 oi^-r 

4 0. «siiiiiE©?&ai^s-r-5Ji#icr&igws(ja©ii3^]® 1 -2 1 ©i^t" 

4 4. M«©r&IS<&l|-r-5m#©?&it^fi©lf*«7. 10> 11. 14. 
15. 16. 17. 1 9©V^•rn*^-]®^cfHi?©^b^^S#■r^C<i:*^e»:/S5 

IS3e©?&li:^j*o 

4 5. ^^(omm^w-t^m^^ikmmsLon^-^i. lo. ii. 

14. 15. 16. 17. 1 9 oi^-rn*^-]®iciH«o{b^^t9:4-t-5 
t>n£5&ifii^©r&ig:&j*o 

4 6. w^')^-7^oim^m:tz>MmKi^wm&<on^^i. lo. 

11. 14. 15. 16. 17. 1 9©l-^•ftl*^-:®lclaig©^b^^t9:4t- -5 

4 7. m^WSlft^^^SSlii-r-S^to©. It^^l ~2 lOl^-f tl*^-]l{c|B 
«©{b^©^fflo 
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4 8. tmmm^wttztiibo^ m^^i. lo. ii> i4> i5> 
16. 17. 1 9ol^■rn*^-^{c^H«o^b^!feIo^ffio 

4 9. m^v<7-7^i^mi^w^tzf^i6<D^m^m7. lo. ii. i4. 
15. 16s 17. l9o\>^ttli>^-m^^M^moit^^(Dmmo 
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